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(54) Title: CYCLIC AMINE CCR3 ANTAGONISTS 
(54) mWCDZW: ilttT 5 >CCR3fttn;ffl 



R 1 ^(CH 2 ) k . o R 4 

ON >-(CH 2 )-N )— (CH 2 ) n -N-C-(CH 2 ) p — |— (CH 2 ) q -G-R 6 (I) 

5 * 2 \ciyj * 3 * 5 



O (57) Abstract: Drugs containing as the active ingredient cyclic amine derivatives represented by general formula (I), pharmaceuti- 
Q cally acceptable acid addition salts thereof or pharmaceutical ly acceptable C u6 alkyl adducts thereof. These drugs are efficacious in 
^ preventing and treating diseases in which CCR3 participates such as asthma and allergic rhinitis. 
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R 1 /( CH 2>ki o R 4 

>- (C H 2 ),- N V- (C H 2 ) n - N - C - (C H 2 ) p — |— (C H 2 ) q - G - 1 

i 2 \ch 2 )J R 3 R 5 
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R z (CH 2 ) 
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m m m 

itt7 5>'CCR3feii 

5 tm#m 

n->mtz£<D0km&mmm, ttwamtam* ftmrnum^ ftwrnmrnvmrn 

±WVX) 0»l:^HT5X^X (AIDS : &3Sttftl£*££iK#> {'*fT 
***** .ktf/S&fcm&Slfc UTJ»**»i^t« C C R 3 TOCiTI.. 

15 i^SM 

LTif)AetlT^-5 MfliUi, Busse, W. W. J. Allergy Clin. Immunol., 1998, 

102, S17-S22 ; ifl^, 1999, 31, 1297&£#HB) . {WAfcf, -tfJl' 

20 ©ttfiL^^t^ViTtt^*^ (ICAM-1) £l#:£$:-^T3-£K=fcD, *T 

tt^®J3*^*M^(Z)S.^tt^<^nt$nT^* (Wegner, C. D. et al., Sci 
ence, 1990, 247, 456) . 

25 £tlfc Jose, P. J., et al. , J. Exp. Med., 1994, 179, 881; Garcia- 

Zepda, E. A. et al. , Nature Med. , 1996, 2, 449; Ponath, P. D. et al. , J. C 
lin. Invest., 1996, 97, 604; Kitaura, M. et al. , J. Biol. Chem. , 1996, 271 

~??-\z%g&isfcm%mm.-rz>z.£t)mwzn, x*-***»-2» ran 

30 TES (regulated upon activation normal T-cell expressed and secreted<Z)B& 
ftO , MCP-2 (monocyte chemoat'.tractant protein- 2 OHftftO , MCP-3 ( 
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monocyte chemoat tractant protein- 3 CDW&W) , MCP-4 (monocyte chemoatt 

ractant protein- 4 OB&flO fc E ©ifcffcteB^fcx*:?^ rj fef^Jl^tegi 

§ (0!IAk£> Kitaura, M. et al., J. Biol. Chem. , 1996, 271, 7725; Daugherty 
5 , B. L. et al. , J. Exp. Med., 1996, 183, 2349; Ponath, P. D. eta 1., J. Ex 
p. Med., 1996, 183, 2437 ; Hiath, H. et al. , J. Clin. Invest., 1997, 99, 17 
8; Patel, V. P. et al. , J. Exp. Med., 1997, 185, 1163; Forssmann, U. et a 
1., J. Exp. Med. 185, 2171, 1997& <!£#{$) c 

it^+y/offii^o^it m^WMo^u<. mmtt^-^vt (cd 

10 lib) (DmMVgfe mz-ltt. Tenscher, K. et al. , Blood, 1996, 88, 3195&<!: 
mm) . mimmom^M (W^H Eisner, J. et al., Eur. J. Immunol., 19 
96, 26, 1919fei:#M) > EDN (eos inophi 1-der ived neurotoxine<Z)B&#rO <DWi 
IH{B:M (El-Shazly, et al., Int. Arch. Allergy Immunol., 1998, 117 (suppl. 1 

), 55#aa) tzi£. frmt(Dft>mtizm-t%ftmbm^2nT^z>o *fc, x:*** 
15 ^>te#M^b<D2?-M^ 

Suitig^tlTl^ mpiU, Palframan, R. T. et al., Blood, 1998, 91, 2 
240&<i:#£$) . 

X;t^v>*>£^CCR3 ^nm^M.U E<DTV Jl^-WAB \Z & ^ TK 

20 ^Mz&^$itt$*isy$n.mz£ vimitmrnfimmztizz-t (Gonzaio, 

I. -A. et al., I. Clin. Invest., 1996, 98, 2332#E&) , v^XJ&JfT U)V*r— 
^ 7*MZ *5 H xm X Or ? * -> >inJfitm «fc 0 J&*»HM $ n a H t (Te i xe i r 

a, M. M. et al. , J. Clin. Invest., 1997, 100, 1657) , V^T.^E'rJM'&t^T 
m^*?*i'>mkmm#m<DMf$.$:Wm'fZ>z:£ (Ruth, J. H. et al., J. I 
25 mmunol., 1998, 161, 4276088) , It^+y>lf5f Wl^^XSffl^fceit 
TJ^ckffiSttftl^trJH^liTMllCli^llJ^tlS H t (Rothenber 
g, M, E. et al. , J. Exp. Med., 1997, 185, 785#M) , ©If Jtllft 

rAIlT^'SCt (Ying, S. et al. , Eur. J. Immunol. , 1997, 27, 3507#M) 

m. I. Respir. Cell Mol. Biol., 1997, 17, 683#M) 
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, lt^ + -»^<MbT^§I<!:^iS$nT^'5Ii:^6 (Garcia-Zepda, 
E. A. et al. , Nature Med., 1996, 2, 449#M) , ein^O^ilUC&^TfeX^ 

is? n->mte£<Di&m®immm. uwmmnm. umit'&.mm'A, 
&£mmtmmskmte£<D?£m, mm, mm\zm<m^vx^^zt^<^m 

2ZIZ, C C R 3 mit<D&t£ ^ffl^*^ T h 2 U >A°i£_hf:: 

i«ccR3n zn^omm^mm^a. ^mt^-^z^iz^^x^ruji^- 
vtmrntea, znzvmmm^r&tfimoimm, mm, iic»^Ti^t# 

AbtlS (#!]*J£\ Sal lusto, F. et al., Science, 1997, 277, 2005; Gerber, B 
. 0. et al., Current Biol., 1997, 7, 836; Sal lusto, F. et al. , J. Exp. Med 
20 ., 1998, 187, 875; Uguccioni, M. et al., J. Clin. Invest., 1997, 100, 1 137 
; Yamada, H. et al. , Biochem Biophys. Res. Commun. , 1997, 231, 3657^if#B.t 
) . 

25 o)fcm&mm?z>zti\z£Q, 7U)i^-^mm, 'Ammmmua^mm^m 

Hiv-l (khM^O^^X-l) ^i«S:i^§^l:CC 

R 3 $:Wm-tZ>Zt.hmi^2tlT^Z>Ztfr<E>, CCR 3i£|rigiJteH I V^-OPX 

30 ^sriBst-sx-rx (aids : m^'^m^f±mmm) u< «to 

liLTfetfflT^5i#ien5 (f^!)A«\ et al. , Choe, H. et al., Cell, 19 
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96, 85, 1 135 ; Doranz, B.J. et al. , Cell, 1996, 85, 1149#fi8) . 

Sift, tt>7->- 9 FSI## (W09804554#M) > tf^5v>£ 
fctetf^U V>mMfo (EP903349 ; W00029377 ; W00031033 ; W00035449 ; W00035 
451; W00035452 ; W00035453 ; W00035454 ; W00035876 ; W00035877#flg) , b°n 
5 Wymmtt (WO0031032#BS) v y ^~)IT? (W09955324 ; W0995533 
0 ; W00004003 ; W00027800 ; WOO027835 ; W00027843#M) , *3 £ZJ^£<D{&<Dl&ft 
Tit&Vl (W09802151#BS) ^\ C C R 3 ^^-CMtSg^tt^f - t 

15 US±©C C R 3 - ££E*r*ratt**r*te$H 1 ffc'&ft*« d 

3 © y # > f *««w«ijia-ho c c r 3 t^ss^-r s e t ^so-ots^ «t a 

^*E»t5ffittSlrt5 ut^EU, S 6 fcii-£ns©{fc-&&a*C C R 3 #<n 

-r^to-fe, *is^c«fcntf, TiEit (i) ts^nsM, -ewn^WKW^ 
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R 1 / 
(CH 2 )-N 



(CH 2 ) 



\ 



(CH 2 ) 




2>m 



(CH 2 ) n -N-C-(CH 2 ) f 
R 3 



R' 



(CH 2 ) q -G-R 6 (I) 



miM?, asms?. ^^zs/^^Kumm^^ i~3nwr z^mmmmmm* 
10 ^am^hLxmm^, wmm=?-* &£zs/hv<umm^* i~3wr& 

ffSWStI6LTl^i^MLT^TfeJ:<, $ b l:±ER 1 fcfctt-S 7 

-f^S, C 1 -C 6 7;i'^*, C3-C a y^o7Wl, c 2 -c 6 7;^-;ps 
15 , d-CeT^^^^S, C^CeTM^f^ C 3 -C 5 7Ml/>I, C 2 
-C 4 7;U^U>^'>S, C,-C 3 7Ml/>y^yl, T^-;!^ 7x7 + 

-c 7 T;k^jy-r;y*> c 2 -c 7 7;m^r*;i/^njus, c 2 - c 7 7;u# y-r 

C 2 -C 7 7iWy-f^75yi, C 2 -C 7 vV-y;i/^rJl/#JWt ; E'f;i'S; 

20 c 4 -c, Af-j/^nTMMM^^ c 1 -c 6 7 r ;v^^;i'^-;u«, c 
3 -c 8 ^^;u*> at-7x— ju^jw^-r;!/*, tf^u 

: — NH (C = 0) O-TiStll) 2{ffiS> it : -NH (C = S) O-Ti^ns 
2 AG*, 75/S> (C,-C,7;WW 7571> fcL<tt, v (C,-C 6 

25 7)U^)l) 75 /gTB&SftT^T*>«fc< . d ft b (D7 x— C 3 -C 8 ->^ 

>HI^ tFo+yl, 7S7S, h'J7Ma^fM, C , - C 6 7;WUS, 

R 2 tt« tK*®^, c,-c 6 7JWH, c 2 -c 7 7;^+y*M-;H, t 
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j \%0-2(Dm.WL^-fo 

5 mtt2-4©3lESfc*^-r. 
n«0 1 

io CeTiWPS^-r. 

SfcteC ! - C 6 X;W1/S£SIU R 4 *3d:^R 5 fz W£ C ! - C & T)V*)imit. 

;wt^E^;i/S, ^;i/^7°hS> ^7-yyS, c 3 -c 8 yi'orMJH 1 d-c 
;i/^-+->^;i/^r:;kS, c 2 -c 7 T;y^y^;p», c 2 -c 7 y;yn^>#ji^-;i/ 

C 2 -C 7 7)\stlJ-(M*z/&. C 2 -C 7 7M7<JP75/S> C 2 - C 7 TV 
20 -7 )V^r)V^l)V^^ C x - C 6 7 )V^)VX)^=.)Vm, 757*. ^7 (d 

-C 6 7;i/^;i/) 75/S, v (C.-CeTJV^Jl) 7syS, t>L<te (^njg 

T^TfeJ;<, &£t/^ R 4 *3i:^R 5 «, Ho L i Kl&o T 3 - 6 MPi^MLzk 
25 s^fl^LT^Tfci;^ 

Gtt, -CO-, -S0 2 -> -CO-O-, -NR 7 -CO-> -CO-NR 7 - 
, -NH-CO-NH- -NH-CS-NH-, -NR 7 -S0 2 -, -S0 2 -N 
30 R 7 -> -NH-CO-O-, tfc}i-0-C0-NH--C$$n5fi^t. £ ^ 
T\ R 7 tt, zK^JR^SfcttCx-CeT^WPSSS-r^ R 7 teR 5 <h 
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R 6 «, 7x-JH, C 3 -C 8 ^D7Wi, C 3 -C 6 y^D7;V^JH 
ilf ^ 1 - 3MT5f f Mill^IU, ±§ER 6 K;fett£:7x-;i/S, ^> 

io bum, ttz/T-tbm. ts ts)vn^)im. KU7MD/fjv 
c,-c f 7MM, c,-c,^o7M^S, c 2 -c 6 7;uy^;i/^ c 

^CeTJUi^^S, C 3 -C 8 y^D7MM+->I, C , - C 6 7)l*)V^M 

15 3-7i-;wk HI. c 2 -c 7 y;k*y-f c 2 -c 7 7^3+y*j^ 

)im, C 2 -C 7 7M7^M+yS, C 2 -C 7 7M7^;P757S, C 2 -C 7 
N-7MM^n ; E<Jl/S, C 1 -C 6 7MJ1/7JV*-M, 7i-iWJPA ,; E 
-f;i/«. TV, iV-y? (C 1 -C 6 7M;W 7^77^^iH> 75/1, ^7 (C, 
-C 6 7;Mp;W 7S/S> v (C 1 -C 6 7;M i ;W 757S, ^>yil/7 5/S> 
20 C 2 -C 7 (T;m^iy^^-;U) 7571, C,-C 6 (7)l*)lX)V* =. )V) 7 
$7S, feb<«tfX (C,-C 6 T;W^^n;W T$/«KJ;Dffi#l$*lT 

i^t *>«£<, ;:n6©7i-;ps. c 3 -c 8 ->^otjwu*, c 3 -c,^d7 

fiOAny^, y77S, tHP*->l, 757S, h'j7MP7fM, 



25 c,-c 6 7;wvs, c 1 -c 6 7J^*yS, c ! - c 6 t; (c 

!-C 6 7MJW 757S, Szc&v (C,-C 6 7;Mr;U) 75 7S{lJ;oTij| 
30 i-T-S, C C R 3 «4t5EI©Mlt) I < awi«$n5. 
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5 %w*mmtz>tz$b(Dm&(DWM 

JiBBiS (I) fc:fcV>T, R 1 li7x-;H, C 3 -C 8 y^D7;WH, S&tt'N 

*-&IStt, ftMOAoy^JS^, kHo^>l, v7/l> ^hPi, 
~>;kX> Cj-CeTMJH, c 3 -c 8 y?P7M;n, c 2 

-C 6 T;i/^r-;US, C 1 -C 6 7J^ + yS, C^CjTJ^ftS, c 3 -c 5 

7^jP7 5yi, c 2 -c 7 7;k#/w;kfi> c 2 -c 7 7J^+*M^H, c 2 
-c 7 T;i/*y-r;w^>'S, c 2 -c 7 7My^^7s/s, c 2 -c 7 n-tjv 

^JltUW^-i C 4 -C 9 ^-y^P7MWMHiH> C 1 -C 6 7^ 

20 3r)V7,)V*-)i<m, c 3 -c 8 (T;i/3=^s/^j;i/#-;i/) N-y^-)Vts 

-;U^;i/7^-;|/S, it:-NH (C = 0) O-T^SftS it:-NH (C 

= s) o-ti$n5 2«i, 7s;s> (c,-c,7jww 75/s> *> 

25 R'fcfctfS rc 3 -C 8 v^o7;^;i/Sj #il;LW;~>^n7 0 Pt:;k y^u 

r/^k ->^P^>^;k yi'D^yjK >'^n^\7 0 5 : -;P, n^^JkSfc 
i'©it07WJHeML, £#01 tbttt, ^□y'Dt:m 

30 ^ i - 3{mr^mmmmmm} <t«, ^x-;k 7>j;k t?nu;u 
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*fii^a^tUTtt. ^xx;k 7<j;k enu;k -r v^-tf-VDJk *3«fctf 

10 , ^> i /hU77UJk ^>v^+t»->?7yu;i/ (^>V7^if-;k) , ^=t^ 
> v*5F 7v7 v/ u )mt£ g-tmvf e. na . 

15 ^KDgiStUT© r;\ny>Jgfj ttt, 7'^^, MI?, 

R'OiiltbT© rCi-CeT^^Sj ttt, $l*_«'yWk X^;k n- 
yntf;k /7-y^;k 73-^>^;k n-^S/Jk n-A7Wk -n-it9?- 

;k -ry^ot!;k -fv^;k sec-m t e r f-^;k -f v^>^ 

20 ;k *^>^;k fe/f-^JK -fV^yJK 2 -*^;W*>^;k 1 

R'oiiitit© rc 2 -c 6 7;k^r-;kSj W^H trx;k ru;k 
l -7°n^-;k 2-^x;k 3-7tzjk 2 -y^7;i/- l -y°n^~)i, a 
-^>7-;k 5-^\^-fex;k 4 3 -^>7--;k^^^(7)c 2 -c 6 (Z) 
30 amS7c«^^(D7;kyx;k«^it*L, fctfl^iMiiLTH 
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R'Oliltlt© rc 1 -C e 7 , ^;U^*J mifEC l -C t 7)V*)l 

5 S£MS<h^<=>&3S£:tt*U ^<D0M&JI#:#l<hLT«> y^;k^«> x 

R^MtLTO rc 3 -C 5 7;i/^l/>Sj <fctt, 0!;Ui, HJy^k>, 5=- 

0 2«O7^W>i^ML, *©J?fcfc*fls01£bTtt, bU^k>S, T" 
10 h ^W. 

R^iiltlTW rc 2 -C 4 T;^U>*^r->*j <ktt, flsJAfcT, x^l/>^- 
(-CH 2 CH 2 0-) , hU^f l^>t+y (-CH 2 CH 2 CH 2 0-) „ 7- 
h7^?k>^> (-ch 2 ch 2 ch 2 ch 2 o-) , 1, 1 - 5P;i/x^ k > 
jr*y (-CH 2 C (ch 3 ) 2 o-) C 2 -C 4 ©2i7Ml/>Sit 

(-OCH 2 0-) , X5 1 l/>^^-^-> (-OCH 2 CH 2 0-) , bU^^k 

>-kxi-=k> (-och 2 ch 2 ch 2 o-) , 7°n¥uyyyf*y (-och 2 ch ( 

20 CH 3 ) O-) MU£(DC y -Cz(D2m7)V*VyMh2im<DJr*yM£frt>t£Z>m 

FkcoKi&XibT© rc 2 -c 7 T;i/*y-<;^j £«, 7-fe5p;k 7n 

/w-r;k :/^/-r;k ^>^y-r;k 'v^uv-ok ^:/^/-r;k <v^f'j 
25 jk 3 -y^y^y-r ;k 2 ;^ ;k tf/\*D-r;k 4-pwi^> 
^y-f;k 3, 3-y^W^;^jk 5-^?jKwy^jHfti'®c 2 -c 
7 ©ia$isfe«^^©T;k^/<;k«^^i*b, ^©#®fc*#:0!i<i:LT«, r-t 
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R^fij^liLT© rc 2 -c 7 T^*y<;i/^-^s/Sj <hfc£, huIEC 2 -C 7 T 

R^gjUtito rc 2 -c 7 T;i/*y-r;P75y^j bubEc 2 -c 7 t 

r s. y m u awm tf e n s . 
R'oBMti/tffl rc 2 -c 7 7;i/^;p*;i/;t ; &<;i'Sj tuSEc^Ce 

10 R^IUli LT<£> rc 4 -C 9 N-"y^7U7)V^)Vt!)Vn^ tit, tin 

R'oiftSiLxo rc 1 -c 6 r;wux;i'*-;i'*j HufECj-CeT 

R'ciJftSiU© rc 3 -c 8 (r;i/n^ri/^;u^-;u) y^iygj ffffE 
c 2 -c 7 r;i/zi^v'*;u^-;us<h^5 1 ;i/Si:^t>^:§»*St*b, -^wm&ji 

20 

R'cgiitiTo r^y (c,-c 6 t;^;w ts/Sj £«, SMHCj-c 

I&a^tbTH y^W5;S, yX^75;S, AT-X5M1/- ;v-y 

7 5 y a& £ ifim 6. n s . 
30 ;wns< c 2 -c 6 7;i/t-m c 1 -c 6 r;m^>'S, c , -c 6 7)V^)V^^r 

S, C 3 -C S 7)V*U>&. C 2 -C 4 7Wl/>^yl, /> ^l^v^^S, 
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Any>lC^ tHo + yJ, C,-C 6 7;WH, C 1 -C 6 7';i/n^vS. C, 
5 #^f§d<h^T^^o 

> h^Mn^^JH^ C^CeT^+^S, feL<«C 1 -C 6 T;i/Zi + va^ 
J;^TBi&$*iT^Tt>J:^„ ap^SH 1 , C , - C 6 7)l*)lM. 

10 y'C,-C 6 7^3^ylH namR'lz.&WZy^zUlM. C 3 -C 8 ->7 07M 

-hisst (i) t-*3^T, r 2 u. 7kmm^-, c 1 -c 6 7JWi/S, c 2 -c 7 t;i- 

15 C 6 T;i/^;L-S*fcH7x-;^^ &m®<D/\u>f>W^, hHo + yl, C x - 

r 2 \z&rt%> c ! - c 6 7)V*)im&^Uc 2 - c 7 r 1 

, C , - C 6 7M;H*3c):i;c ! •- C 6 7^3 + ySH fugaR 1 K&tfS 7i ~)V 

±IExt (I) tc*3^T, j liO - 2(DS^*^-To 3H0TS§I«(I|fS 

30 .hsSxt (I) ^*5^T, k(J0-2©I|[$iL, m« 2 - 4 <7y«£^t\ ft 
^Tfek^0Tm^3T££lI'£-<7)2 -gl&tfPU k^HW2TS§I 
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k^lTm^3Ta&5i^©3-ii^'Jy>, k& 
2W2T*i&§ 4 - mWi t° ^ U v > > * « k j&t 1 Tm^ 4T$5 ii^-tf) 

^«^<Z)3-SmbfPUv>*3J;^k^2Tm/Ot2T$.-g.Jl^r04-fi^tf^U^ 
5 >^#tf^)^i:^-I?^^>„ 

_k|Bit (I) \Z^X, n«0*fe«l^^-r o 

io ±fExt (i) k&^t, R 3 te7.MifHs ^rdt ^n^nm-^rcumr^rcii 
IwttlT&D, -^(D^fjg^flc^jibTti, x^;i/S, *±at^n ¥)um 

25 ±!2it (I) fc*V>T, R 4 &£££R 5 te, N-ifcttSaoT, zkKSJB^ t K 
D^vl, 7xZJH, SfcUC,-C e 7;WWI*^l/, R 4 £J;LKR 5 t::&tf-5 
C,-C 6 7MJHH tt:©l@|(73Aoy>m^, tHn + yl, y77l, -hD 

^wt^-oi^, ^;i/iJ7°hS, ^7-y/i, c 3 -c 8 v 
^D7MM> c 1 -c 6 7;i/n+y$, c ! - c 6 (#m©a 

30 ay>If, kFa + yl, Cj-C^MM, C 1 -C 6 7J^ + yl, fcU< 
a^>yjW+ySl:J;oTlt$nT^T : bJ;^7xzM) , 7i/^yS, 
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^>^;M-+~>S, 1>i?)],tti'i3)l'tf—)V&. C 2 - C 7 7 )Vti J ^ )Vm. C 2 - 

-oirs./M, c 2 -c 7 N-rji^jitDV/^-i c^Ce/M^M- 
zm&m i:ioii$nt^tt)j;<, $»^.^«, R 4 *>ck^R 5 «, ^l^c: 

R^ct^R^C^ttSCj-CgT;!/^;!/^^^ itufERMz&ttS^xiiJl/X, C 3 

-c 6 x;H3=^>X, c^CeTMJV^S, c 2 -c 7 r;u#/<;i/S, c 2 -c 

15 )V7^jm.c 2 -c 7 N-7)v^-)vts)vn=t^)vm. c ,-0,7)1^ jixjv^-a 
X, (c x -c 6 7)V*)i) 7s/s, i5ir/y (0,-057;^) 7S/S 

20 R 4 feiy , R 5 l:*tt5C 1 -C 6 7MJPS©I^StlT0C 3 -C 8 y^O7JI/ 

^£ 1 - 3MT3^«1flil5j!Ste, RufERMl^V^T^^tlfcfeOilwJ^Tfe 

R 4 &J;^R 5 \^&rt%> C ! - C 6 7;i/^;WS©m^St LT©^x-;uS©gj^S 
25 ilTOAP^'XIf, C ^Cgy;^;^ fcil/C^C^J^ + yld tu 

^©g^-st'M Lxmmznrz hot mmx$> <o , -tn-enra t^n *»au&^ 

R\ R s *J;^0iigSSSJgfti^ft5 r 3 - 6 RrnxmitT^m J <Z>*?ilft 

30 MWtLTtt, y^D7°OAX y^D7^X ->^D^>^>, *5«k^v^D 
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5 (Dmz0^V^M£LTmf&Z\ 

# 1 *> 0 T & § £ L V i. 

-hIBit (I) Kl&HT, G«, -CO-, -S0 2 -, -CO-O-, — NR 7 — 
5 CO-, -CO-NR 7 -, -NH-CO-NH-, — NH — CS — NH — , -NR 
7 -S0 2 -, -S0 2 -NR 7 -, -NH-CO-O- Sfctt-O-CO-NH- 

-emztizmzmto z\z\x, r 7 «, Tk^^s/tttc^Cey;!/^**^^ 

, &*V>tt, R 7 «R 5 il^Lj;(:/ ! £oTC 2 -C57MU>IWlT^Tfc 

10 -CO-f^M-M^, -S0 2 -HXM-;H5, -CS-ttf 

-CO-*«I:tf-NH-CO-NH-T*Sn5S&^#tfStl§. 

R 7 KW5C rC.riWPSH WIHRMC*tt5 7a:— C 3 -C 8 ->^ 

_hlE:£(I) fccfewr, R 6 (i7i^H, C 3 -C 8 y^P7;WS, C 3 -C 

25 HfiLTi», TOl 1 , *«t^/feb<tt**S : ?* 1 - 3Wt5f# 

hS, y7/i> nhaS, ?ty7tM, #;t^^>;NS, ^^A^-T^S, 
30 h'J7^tD^^S, C 1 -C 6 7M;H, C 3 -C 8 y7o7Mm C 2 - 
C 6 7M-JH, Ci-C^J^ + yS, C 3 -C 8 y^D7KW+yS, C x 
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^;i/7Ji/*-;i^ 3-7i-ji/7HHl> c 2 -c 7 7;u#/-r c 2 -c 7 

T^^^i-^^^^S, C 2 -C 7 7M7^M^yl, C 2 - C 7 7;i/# 7 -f ;U 
5 7S7I, C 2 -C 7 N-y)V^r)Vtl)Vn^)V^ C 1 -C 6 7)l'*)l7.)l*-)l<m 
, 7xZM^A^;i/S > TV, JV-i^ (d-CeTJWU) 7^7 7^M, 
7571, ^7 (d-CgT^^^) 757S, v (C x - C 6 7)l*)l) 757S 
„ ^>>>;i/757S, c 2 -c 7 (r;i/rr^v^;i/^-;p) 757S, C^Cs (7 

io 7i(aotji$nT^Tt)iK 

15 R 6 lZ&tfZ> rc 3 -C 8 is? nTfrtr— AM] tU, mx.it. vi7D^7--;i/, ~> 

:=JI^ 1 - is2W\3F-£-)imt££ftmi<f Stllio &^T-fe, R 6 tLTli, 7i 

20 W^£LT^f5~ -tT^T^So 

R 6 {343^S7x-;H, C 3 -C 8 y7o7MJH, C 3 -C 8 y^D7J^ 

, c i -c 6 7)V*)im, C 2 -C 6 7;i/^rn;i/S> C 1 -C 6 7^+yl, c,-c 6 
7;i/+;i/^^s, c 1 -c 3 7;hfI/>> ; ^-+>'S, c 2 -c 7 7;i/7j7-f c 2 

25 -C 7 7)lzi*^t))^—)VMi. C 2 -C 7 7)ll) /-i )lJr*^m, C z -C 7 7)l£i 
7^^7571, C 2 -C 7 N~7)V^-)Vt))Vn^ )vm, c 1 -c 6 7^+;yy;;i/^ 
^7 (c 1 -c 6 7;y^;w 757s, (c 1 -c 6 7;^+;i/) 75 

7ltt> gijfSRM-^^S^x-^a, C 3 -C 8 y7n7MJ«, "^MIM^S 
R 6 (Dg^S^bTC0C 3 -C 8 y^D7MJ«H mifSR 1 Cl&ttS C 3 - C 8 v 
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R 6 0tiittT© rc 3 -C 8 yi7 07MJWySj t\t, itufEC 3 -C 8 

R 6 (£>mS&%tVTCD T7V, AT-v 5 (C j - C 6 7)l*)V) 7,117 r ^ ^Sj 
10 ^E-Ol/S, /ST, A^-^X^;i/7;;i/y'7 ; £-1';i/S, N-JL9-)V-N-^J-)V7.)V7t 

R 6 cDB^*<hLT» rc 2 -c 7 (t;pzi^->^;1/^^;1/) 7s/Sj tufa 
VfmtLT\t, m?L\t* h+y*M-^75ya, ih+y^M-^Tsyi 

15 &££^f£;i£#n:«, 

20 — Sfcte^&o 2 O (Dm ISC , - C 6 7)l*)l7)V* -)l>m\Z& -? TBJ& 2*1^7 
& £ £ W 3 d t ^"ir# § o 

25 AD^r^li?, *)l£l7°hM. — hum, hU7MU/fJH> C^CeTM 

— ;i/S> c 2 -c 7 T;i/*y-r ;us> c 2 -c 7 7My<^75/s> T^/s&i: 

-S> hU7MD^7^i, Ci-C^MJ^ C^CjT^n^ya, 7xZ 
30 ^7.^^^- -;i/-S, *3J;^7 5 y*^^WS^<t^T#So 
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, C,-C,7WS, C,-C 6 T;P3^rv'a, C x - C 6 7)V^)V^m, *J ( 

c r c 6 7W) rays, Sfe^v 5 (d-Ce/MJi/) 7$yiiaoti 

R 6 (3*3^2)7i-;PS, C 3 -C 8 ^n7MjH, C 3 -C 8 y^D7Mr: 

y>MT, C!-c 6 t;wi/S, d-Cer^n^f*, c^c.j^fti 

, ^y (C 1 -C 6 7MJW 7S/S, &cktfv (C 1 -C 6 7;U^;i') 75/Stt 
10 , ffERMc^ttS7x-;US, C 3 -C 8 y^n7MJH, Js^Wmmm, £fc 

©x* ^ v >te £ (D C C R 3 o U 13 > H **S WJHBJS± © C C R 3 cag-B-r S £ <h 

zmw^&mm, »5NJi^+y>»t*©ccR3cj^> k©«w«his^o 
feloMife i < (if isiits : t Tfct>i5±.m3: (i) T^$n 
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»$n^.o attain A^xurffs^-f^-sa-ratia, ^s^jcdib^om 

5 0 Omg/QTW. 
±SEit (I) ©IR«r^>«|3»#©»ii^fl^|tbT, OTCTab lei. 

i-i. 22 ijc^$n*MJft»*'&wr*ft'&»*#tf-BJit*«T**. 

20 Tablel. 1-1. 221 \Z&^T, r c h i r a 1 i t yj it r#g*ffig 
J , t^-&M75>Oi±0^Ki0iM*M-f§. Trj «, m:R 
75>©I±0^KiJlf^RO^ffif^!)Oui, rsj tt, ^jssJitJM^ 
^S«Ef*feOut, r-j fcl^-fe 5 $>&^\t^(Dit&mm 

tt7 5>±i:*^T^K»^t>fcftl^i4tftt?. 0 
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Table 1.3 



Compd. 
No. 


^>(CH 2 )- 


k 


m 


n 


chirality 


' R 3 


~(CH 2 )p^-(CH 2 )q-G R s 
R 


23 




1 


2 


0 


S 


H 


0 

_ CHa _^_Q 

F 


24 


CI-^}-CH 2 - 


1 


2 


0 


s 


H 


9 ^-< OCF3 

-CH 2 - N-C-Q 


25 


Ct-^j>~ CH 2 _ 


1 


2 


0 


s 


H 


9 w CF3 

-CH 2 -N-C-Q- F 


26 


cH^~)>-ch 2 - 


1 


2 


0 


s 


H 


O 

0 2 N 


27 


cmQ-ch 2 - 


1 


2 


0 


s 


H 




28 




1 


2 


0 


s 


H 


- CH 2 - N- C^^- N0 2 


29 




1 


2 


0 


R 


H 


O P f * 

_ CH2 _^_Q 

CF 3 


30 


CI ~C^~ CH 2" 


1 


2 


0 


R 


H 


_CH 2 -N-C^Q 
F 3 C 


31 




1 


2 


0 


R 


H 


O , Br 
- C H 2 -|*ChQ 


32 


CI ~0~ CHz " 


1 


2 


0 


R 


H 


r- 

O / 


33 


CI~^^-CH 2 - 


1 


2 


0 


R 


H 


O P 
-CH 2 -^CH^^CI 
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Table 1.4 



Co N ^ pd - p2>(CH 2 ) r k m n chirality R= 



4 



-(C^k-f-CCH^G-R 6 



34 Cf-Q- 



CH 2 - 12 0 R 



H 



-CH 



OCH 3 



35 ci-hQk 



CH 2 - 12 0 R 



H 



O / OCH3 



-CH 



OCH3 



=-0 



36 Ch-< >-CH 2 - 12 0 R 



H 



-CH z -N-C-{^ 

OCH3 



37 Ch-O 



ch 2 - 1 2 0 R 



H 



CF 3 



-CH 



38 ci-hQk 



CH,- 12 0 R 



H 



CH, 



0 ^-r 



-CH 2 -rshc- 

2 H W 



39 ChA >"CH 2 - 12 0 R 



H 



O 

-CH 2 -N-C-<^^-CI 



40 Ch-^^-CH 2 - 12 0 R 



H 



- CH 2 - Nr C— ° C Ha 



41 Ci-< >-ch 2 - 12 0 R 



H 



CI 



42 ci-( >-CH 2 - 12 0 R 



H 



43 c^O 



CH 2 - 12 0 R 



H 



-CH 2 



44 ChH^^-CH 2 - 12 0 R 



H 



u 

GH 2 -NJ-C-^KCF 3 
F 
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Table 1.9 



c< T pd - ">( CH 2>r 

No. 



k m n chirality R 3 



R 



(C^l^f-CCH^G-R 6 



89 cmQ^- 



ch 2 - 12 0 S 



90 Ci-Q- 



CH,- 12 0 S 



91 Ch-<(^)~ CH 2~ 12 0 S 



92 o-<Qk-ch 2 - 12 0 S 

93 ct-{^j>-CH 2 - 12 0 S 



94 OH^~)-CH 2 - 12 0 S 



95 ci-hQ^ch 2 - 12 0 S 



96 cmQ^- 



CH 2 - 12 0 S 



97 cmQ- 



CH 2 - 12 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 2 



-(CH 2 ) 2 



o f 



o , CI 
-(CH 2 ) 2 -[^ChQ-CI 



Q OCH 3 



-(CH 2 ) 2 -N-C- v 



-(CH 2 ) 2 



OCH3 

OCH3 



O ° CH 3 

"(ch 2 ) 2 -n-chQ> 

OCH3 

o 

-(CH 2 ) 2 -N-C-Q> 



-(CH 2 ) 2 - N-CH^ 



u 

-(CH 2 ) 2 -^C-/~^Vci 
H \=/ 



98 CI-hQ- 



CH 2 - 12 0 S 



99 CI-<>-ch 2 - 12 0 S 



H 



H 



-(CH 2 ) 2 - NJ- C-<^^>- OC H 3 



-(CH 2 ) 2 



H \=< 
CI 
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Table 1.10 



R 1 

c °N^» pd ' R ^ (Ch2)r k m n chirali{ y r 3 



R° 



ioo c*-{~y-cH 2 



12 0 S 



H 



-(CH 2 ) 2 - 



101 c^<(^ CH 2" 12 0 S 



H 



-<CH 2 ) 2 - 



9 /-^ 



102 Ch-^)^CH 2 - 12 0 S 



103 Ch^^ 



ch 2 - 12 0 S 



H 



H 



o F w CF3 



-(CH 2 ) 2 -N-C 



CF 3 



104 C»-^)-CH 2 - 12 0 S 



H 



O 



CF 3 



105 



CH 2 - 12 0 S 



H 



H 



106 C^j^-CH 2 - 12 0 S 



H 



G 

-(CH 2 ) 2 -N U C^^^> 



107 Cb-< Jhch 2 - 12 0 S 



H 



O 



CF, 



-(CH 2 ) 2 -J^C-^^F 



108 o^~}- 



ch,- 12 0 S 



H 



"(CH 2 ) 



109 CmQh-ch 2 - 12 0 S 



H 



9 / N( ^ 2 

■(CH 2 ) 2 -N-CH^ 



110 cM^~)-ch 2 - 1 2 0 S 



H 



O 

-(CH 2 ) 2 -NhC-/_V- NC 2 
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Table 1.1 1 



Co N ™P d - *3>(CH 2 ) r k m n chirality 



R 3 



-(CHa^CCH^G-R 6 
R 



111 ct-i >-CH z - 12 0 R 



H 



-(CH 2 ) 2 



O , CF 3 



H V=< 

CF 3 



12 c^-Qk 



ch 2 - 12 0 R 



H 



-(CH 2 ) 2 



F 3 C 



113 Ch(> 



CH 2 - 12 0 R 



H 



-(CH 2 ) 



114 Ct-^y~CH 2 - 12 0 R 



H 



~(CH 2 ) 2 



115 Ch-<(^-CH 2 - 



12 0 R 



H 



-(CH 2 ) 2 - 



O , CI 
•£-<K> cl 



116 a-\ >-CH 2 - 12 0 R 



H 



O PCH 3 
-(CH 2 ) 2 -|^C-^> 



H \=/ 



117 Ch-< >-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 - 



O ° CH = 
: "h^"W" OC 



OCH 3 



118 Ch-^Q>-CH 2 - 1 2 0 R 



H 



^ OCH 3 
O / J 

-(CH 2 ) 2 -N-C-<Q> 

OCH3 



119 Ch-<(~)-CH 2 - 12 0 R 



H 



-(CH 2 ) 



CF 3 



120 



Ct-^^-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C- w 



121 C 



l-^^-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 - N- C-/7- CI 
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Table 1.1 2 



C °NT d ' r2^ (CH2) T k m n chirality 



R 3 



-(CH 2 );rT7(CH 2 )srG-R 6 
R 5 



122 c\-\ /}-ch 2 - 12 0 R 



H 



O 

-(CH 2 ) 2 ~ N- C-^y^ OCH 3 



23 c>-<Q- 



ch 2 - 12 0 R 



H 



O 



CI 



-(CH 2 ) a -N-C^^> 
CI 



124 Ct-^> 



ch 2 - 12 0 R 



H 



-(CH 2 ),-N-C- w 



125 C^L )-CH 2 - 12 0 R 



H 



"(CH 2 ) 2 - 



126 ct-^y- 



CH 2 - 12 0 R 



H 



p F v-< CF3 

"(CH 2 ) 2 -^ChQ 



1 27 Ch-<~> 



CH 2 - 12 0 R 



H 



"(CH 2 ) 2 -N-C-<p^CF 3 
F 



128 Ct-\_}-CH 2 - 12 0 R 



H 



-(CH 2 j 2 -M-C-^ - ^ 




129 Cl-O 

130 ci-hQ- 



ch 2 - 12 0 R 



CH,- 12 0 R 



H 



H 



9 ( 3 

-(CH 2 ) 2 -N-C^Q> 
F 

9 W° CP3 

-(CH 2 ) 2 -N-ChQ> 



131 CI-<Q>-CH 2 - 12 0 R 



H 



^ CF 3 
O / J 

-(ch 2 ) 2 -n-chQ-f 



132 Ci-hQkch 2 - 12 0 R 



H 



-(CH 2 ) 2 -rv|-c^3 

O z N 
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Table 1.13 

C °No Pd ' r^ (CH2) ~ k m n chiralit y R3 ~(CH 2 )p|^(CH 2 )^G-R 6 

R 

133 C.-^>CH 2 - 1 2 0 R H . _ (CH2)2 _^«_^ 

o 

134 ci-\^-ch 2 - 1 2 0 R h _ (C h 2)2 ^c-<Q^no 2 

135 ^^O^ 082 " 12 0 R H "(CH 2 ) 2 - N-C-^> 

Br 

O 

136 Cr-^^>-CH 2 - 1 2 0 R H -(CH 2 ) 2 -rvhC-^> 

F 

137 ch^^-ch 2 - 1 2 0 R H ~(Ch 2 ) 2 -^ch^3 

CJ 

138 ch^-ch 2 - 1 2 0 R H . (CH2)2 ^i^ CI 

_ o 

139 CrHQ^CH 2 - 1 2 0 R H -(CH 2 ) 2 -N-C-^P^CI 

CI 

140 ci-hQ>-ch 2 - 1 2 0 R H -(ch 2 ) 2 -^cmQ> 

H 3 C 

H 3 co 
o 



141 C M^- CH 2" 1 2 0 R H _ (CH2)2 ^c-^ 

H3OO 



142 ci-^y-cH 2 - 1 2 0 R h _ (CH2)2 _^_/~S 



CI 



143 Cl-^-CH 2 - 1 2 0 R H _ (CH2)2 _N-c-^-Br 
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Table 1.14 



R R 
°No. d ' R ^ (CH2)r •< m n chirality R^ - {C h 2 )^j(CH 2 ^-G-R 6 



144 



C,-<Q-ch 2 - 1 2 0 R H -(PH^-rfC-O-Q 



145 OhQ-CH 2 - 1 2 0 R H - {CH2h ^t-^(2ycF 3 

146 CI-hQ^CH 2 - 1 2 0 R H -<CH a ) a -N.C-Q-CH 3 

147 cmQhch 2 - 1 2 0 R H -(CH 2)a -r|?-^HCH 2 CH 3 

148 CH^Q-CH 2 - 1 2 0 R H -(CH^-N-C-Q-CN 

149 o-£~^-ch 2 - 12.0 R h 



o w 

-(CH 2 ) 2 -N-C^Tj> 



150 CH^>CH 2 - 1 2 0 R H -(CH^-N-S -TO 

H ^ — ' 

151 Ch^^-CH 2 - 1 2 0 R h -<ch 2 ) 2 -*c-/3 



H )=/ 
F 



o F 



152 c\-\ >-ch 2 - 1 2 0 R h " /""i 

* * -(CH 2 ) 2 - N-C-/ V-F 



H \=/ 

o 



53 cm(^)-ch 2 - r 2 0 R h ~(Ch 2 ) 2 -n-c-^^ 



154 Ch-^-CH 2 - 1 2 0 R H - (C h 2 ) 2 -^ch0 



F 

F 

F 



F 
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Table 1.1 5 



Compd. ">(CH 2 ) f 
No. Fr 



k m n chirality R 3 



-□6 



-(CH 2 ^t-(CH 2 VG-R 
R 5 



155 ci^Qh 



CH 2 - 12 0 R 



H 



-(CH 2 ) 2 - N- C-^^- OCH 3 
H a CO 



156 CH^-CH 2 - 



12 0 R 



H 



-(ch 2 ) 2 -^chQ^ ocf 3 



157 a-\ /)-ch 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C-<£3 
F3CO 



158 ci-4 >-CH 2 - 12 0 R 



H 



O 

-(CH 2 ) 2 -N-C-<^J>- C0 2 CH 3 



159 OHQ- 



161 



CH 2 - 1 2 0 R 



160 CI-hQh-ch 2 - 1 2 0 R 



ci— <£~^-CH 2 - 12 0 R 



H 



H 



-(CH 2 ) 2 -N-C-^^-F 
F 3 C 



-(CH 2 ) 2 - 



H >=/ 

0 F W F 
-(CH 2 ) 2 -N-C^3 



162 ci-^~^-ch 2 - 1 2 0 R 



163 Ch-^> 



CH a - 12 0 R 



164 C(-hQhch 2 - 12 0 R 

165 ChnQ)-CH 2 - 12 0 R 



H 



H 



H 



H 



-(CH 2 ) 2 -N-C-C VF 
F 

O 



-(CH 2 ) 2 -N-C-^-CF 3 
F 3 C 

O , CF 3 



-(CHa) a - 



H >=/ 
F 3 C 



-(CH 2 ) 2 -N-C-Q-CH 3 
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Table 1.16 



□ 1 

k m n chiralitv 

No. Fr 



166 



c| -0" 



167 C 



168 C^O~ 



169 C 



;70 ch-^Qh- 



CH,- 12 0 R 



CH,- 12 0 R 



CH,- 12 0 R 



CH,- 1 2 0 R 



ch 2 - 12 0 R 



171 Cl 



l-Q-CH 2 - 1 2 0 R 



172 >-ch 2 - 1 2 O R 



173 CK Vch 2 - 12 0 R 



1 74 Ch-^jHCH 2 - 



12 0 R 



175 ch^^-ch 2 - 12 0 R 

176 C »™ < 0 HCH ^ 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



~(CH 2 ) r [-{CH 2 )5-G-R 6 



CH 3 



(S) 9 W 



CH, 



(s) 9 w 



CH 3 



(5) P 



-CH-N-C-f V-CI 



CF 3 



T H 

CH 3 

CH 3 F 

(S) 9 jr-\ 

CH 3 

^ NO? 

CHn 



.CF 3 



i H W 
CH 3 



Br 



CH 3 



Cl 



CH 3 
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3 6 



c °NT d ' R^" (CH2) ~ k m n chiralit y 



-(CH 2 ) r |-(CH 2 )^G-R 6 
R 5 



177 



CH 2 - 12 0 R 



H 



-CI+N-C-^J)— CI 



CH, 



178 CI-^^CH 2 - 



179 c 



-o 



12 0 R 



CH 2 - 12 0 R 



180 CHhQhch 2 - 12 0 R 



H 



H 



H 



CH 3 F 
CH 3 

(/=?) P ^ 
CH. 



181 CI 



CH 2 - 12 0 R 



H 



CH 3 



N0 2 



182 ch-^^-CH 2 



12 0 R 



H 



CH 3 O ^ CF3 

i H \=/ 
CH 3 



183 Ch-^>- 



CHo- 12 0 R 



H 



CH 3 O 



CH 3 



184 C 



-o- 



ch 2 - 12 0 R 



H 



CH 3 O 



0 ^< a 



-CH-N-C- 

I H \=/ 
CH 3 



185 ci-^^-CH 2 - 12 0 R 



H 



CH 3 O / Cl 
•CH-^C~/>-CI 



CH 3 



H 



186 Ch-Q- 



CH 2 - 12 0 R 



H 



CH, O 



CF a 



I H \=/ 
CH 3 




187 C 



CH 2 - 12 0 R 



H 



CH 3 O 
CH 3 "~ 



Patent provided by Sughrus fttfeon ; PLLC - iittp://www.sughrue,com 



WO 01/10439 



PCT/JP00/05260 



Table 1.18 



3 7 



n1 

Compd. >(CH 2 ) r k m n chirality 
No. R 2X 



~(CH 2 ) F f-(CH 2 VG-R 6 
R 5 



1 88 Cl- 



CH,- 12 0 R 



189 ci- 



ch,- 12 0 R 



190 Cl^(~^-CH 2 - 



12 0 R 



191 c: 



192 C 



-o- 



ch 2 - 12 0 R 



CH,- 12 0 R 



193 Ct-^}n-CH 2 - 12 0 R 



194 C 



h-<Q>-CH 2 - 12 0 R 



195 c 



-O- 



ch 2 - 12 0 R 



96 Ci-^^-CH a - 



12 0 R 



197 c 



hQ-ch 2 - 12 0 R 



198 ci-4 >-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 

9H 3 p ^-/ N ° 2 



CH 3 

— r 5-4- m- r- 



CH-N-C— fj) 

,^3 - 



CH 2 



in 9 H a 

— CH-N-C— f N > 
_ CI 

<*> ? W 

-CH-fvhC-( 

CH; 



(fl) P w 

— CH-N-C— f ? 
CH 2 YJ F 

(fl) P 



CH-N-C-f VCI 
i H \=/ 

CH^^J 

-CH-^C-<_) 
CHjHfjl 

s 



(A) p 

— CH-N-C- 
i H 
CH 



CH 
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Table 1.1 9 

Compd. \_ (C H 2 ) r k m n chirality R 3 -^^^-{—(CHak-G-R 6 
No. R R 5 



1 99 Cl- 



l-O-CH,- 1 2 0 R H "f^-H^ 



200 cfH>-CH 2 - 12 0 R H 



201 CI— (v >-CH 2 - 1 ' 2 0 - R H 



203 c 



205 Ci-\>-CH 2 - 1 2 0 R H 



209 C1-h£^k-CH 2 - 12 0 R 



H 



Br 



s- 

a 



CH 2 YJ 

CI 

(S) P W 
CH 2 -fj] 

202 Cr-Q>-CH 2 - 1 2 0 R H -^j^c-Q 

CH 2 -/J F 



_ _ (S) 
204 CmTVch 2 - 1 2 0 R H f^T^W 

(S) f?W 

CH 2 -fj 

206 Ci-Y~)- CH 2- 1 2 0 R H < j*#%\-/ 

^— ' (CH 2 ) 2 -J-CH 3 



o 

Br 



(S) 9 x-l 

207 Ci-( }-CH 2 - 1 2 0 R H j H fiTw 

N (CH 2 ) 2 -§-CH 3 



O 

C! 



208 C^^C^" 0 ^" 1 2 0 R H ^H"p~W 

n 



CI 

(S) ff ^ 
-CH-N>-C-f VCI 

(CH 2 ) 2 -^-CH 3 

o 
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Table 1.2t5 

C °No Pd ' R^ >(CHa) r" k m n chiralit y R 3 -(CH 2 ^(CH 2 )5-G-R 6 



210 c\-^y~CH 2 - 12 0 R 



H 



213 o-£^-ch 2 - 12 0 R 



R 



(OI 2 J 2 -^-CH 3 P 
O 

211 C>-<Q-CH 2 - 1 2 0 R H . "f^frfO- 0 

(CH 2 ) 2 -£-CH 3 

o 

212 CH-Q^CH 2 - 1 2 0 R h -f^ITg-O 

o 

n NO-, 
O 



214 C ^Q-CH 2 - 12 0- H -(CH 2 ) 3 -C-£) 

215 Ct -Q^CH 2 - 1 2 0 H - (CH2)3 -?-hQ-och 

216 C ^Q-CH 2 - 1 2 0 H _ (CH2)3 _£_/j) 



S' 

OCH-, 



217 CI-^Q^-CH 2 - 1 2 0 H ~(CH 2 ) 2 -CH^J> 



H 3 CO 
O ^ 



218 ch-<^^ch 2 - 12 0- h -(CH 2 ) 2 -c 

H 3 C 

219 c^ch,- 1 2 0 - H -.cKA-g-Cf 



F 

OCH 3 



220 c,-Q-ch 2 - 12 0- h -(ch 2 ) 2 -?-^-ch 3 
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Table 1.21 



1 FR 

Compd. R ^(CH 2 ) r k m n chirality -(CH 2 )^-{-(CH 2 )^G-R 6 
No. rS 

221 Ch-<Q>-CH 2 - 12 0- H _ (C h 2)2 _?_^ 

o 

222 ci-^_/-CH 2 - 1 2 0 - H _ (CH2)2 _c^Q^ci 

223 Ct—^~y-CH 2 - 1 2 0 - H -(CH 2 ) 2 -C-^^-0(CH 2 )3CH3 



224 ci-<Q>-CH 2 - 1 2 0 H -CH 2 -S-hQ^-CH 3 



225 Ct-£~)-CH 2 - 1 2 0 - H _ (C h 2)3 _c-m-^^ 

_ O OCH 3 

226 C^-Qhch 2 - 1 2 0 H -(CH 2 )3-C-N^Q 

227 C m([>CH 2 - 12 0 - H _ (CH2)3 _?.^^^> 

___ o _ 

228 C ^\^ CH 2" 1 2 0 H -(CH 2 ) 3 -c-r^Q^ocH 3 



CH 3 O rax 

229 Ct-<Q>-CH 2 - 1 2 0 H ~ch 2 -9-ch 2 -c-nh(_^ch3 

230 C^Q^CH 2 ^ 1 2 0 - H -CH 2 ^H 2 -C-^^F 

— ° — 9 

231 CI-<QhcH 2 - 1 2 0 - H -(CH 2 ) 3 -C-^H^j>-C-CH3 
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4 1 



Compd. R >-(CH 2 )r 
No. R 2/ 21 



k m n chirality R 3 



-(CH 2 )pt(CH 2 )^G-R 
R 5 



-06 



232 



ch 2 - 1 2 0 



H 



-(CH,) 3 -C-N-<^> 



233 



CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-N-CH 2 ^^> 



234 0-£}- 



CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C- N~^_J> 



235 c 



-o- 



CH 2 - 1 2 0 



H 



- CH 2 - CH- CH 2 - C - N- CH 2 h^ y~ CI 
CH 3 



236 c 



-o- 



CH 2 - 1 2 0 



H 



~CH 2 - N-S-/^ 



H n aK CH 3 



CH 3 



237 ci-hQhch 2 - 1 2 



H 



- CH 2 - N- C- O CH 2 ^~^> 



238 Ci-Q- 



ch 2 - 1 2 0 



-CH-OC 
CH, 



239 



<Q>-CH 2 - 1 2 0 



H 



-CH, 



240 



12 0 S 



H 



? 



-CHr-N-0-^ 



.CF, 



241 rfcH, 1 2 o s 



H 



-CH 



242 



CH^-CH 2 - 



12 0 S 



H 



-CH 2 -N-C- w 



1-rS 



,CF 3 
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Table 1.25 



1 R 4 

Compd. R ^(CH 2 ) r k m n chirality R 3 -(CH 2 b-j— (CH 2 )^G-R 6 
No. R^ r5 

265 Br-nQ^CH,- 1 2 0 S H _ CH ^jL^ 

266 £^)^CH 2 - 1 2 0 S H _ CH _^£_£j> 3 

OCH 3 p CF 3 

267 ^_ CH2 _ 1 2 0 S H ~CH 2 -^-{J 



268 



hiJ-n-O-ch,- 120 s h _ CH2 _^^K C3 

269 h 3 o|mQ-Ch 2 - 1 2 0 S H _ CH2 _^?_^ 3 



270 



271 



273 



274 



H 3 CO a C g / CFa 

(>CH 2 - 1 2 0 S H -CH^C-O 

^CH 2 - 1 2 0 S H _ CH2 _^_^ 3 



9 CF3 



272 hc^<Qkch 2 - 1 2 0 S H _ CH2 _n_£_^ 



/ crg 9 ^-/ Cl=3 

<j«H 2 - 1 2 0 S H -CH^S-G 

275 N0-{3- CH! " 1 2 0 S H _ CH2 _N-?^^ 
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Table 1.28 



Compd. 
No. 


^>(ch 2 )- 


k 


m 


n 


chirality 


R 3 


(CH 2 )^-(CH 2 )5-G-R 6 
R 5 


298 


h 3 cchQ-ch 2 - 


1 


2 


0 


R 


H 




299 


H 3 C ^0" CH2 " 


1 


2 


0 


R 


H 


_ CH _^ C _^J 


300 


N0 2 

ch -0^ ch2 " 


1 


2 


0 


R 


H 




301 


<Q^CH 2 - 


1 


2 


0 


R 


H 


-CH 2 -^-C-^J 


302 




1 


2 


0 


R 


H 


-CH 2 -r^c-^J> 


303 


<Q-CH 2 - 


1 


2 


0 


R 


H 




304 


C0 2 CH 2 CH 3 


1 


2 


0 


R 


H 


^ CF3 


305 


O-p 4 " 

CH 3 


1 


2 


0 


R 


H 


- cH *-|f c -0 


306 




1 


2 


0 


R 


H 


^_M CF3 

-CH.-NhC-^J 


307 


F 3 C-^Q>-CH 2 - 


1 


2 


0 


R 


H 


-CH 2 -£-C-(3 


308 




1 


2 


0 


R 


H 


P -M CF3 

- CH 2-[t C_ 0 
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Table 1.2 9 



pi 

Compd. 2>-(CH 2 )- k m n chirality 
No. Pr 



R 3 



-(CHaJ^I-tCH^G-R 
R 5 



_ D 6 



309 



12 0 R 



H 



- cH *-fr°HQ 



310 2 0 R 



H 



311 B 



r-<Q^CH 2 - 12 0 R 



H 



-CH, 



312 



12 0 R 



H 



-CH 2 -N-C^J> 



OCH 3 

313 <^_ CH2 - 1 2 0 R 



H 



-CH 2 -N-C-^J 



314 kjc-c-n-\^ >-ch a- 



12 0 R 



H 



-ch^c-^J 



315 h 2 c-|hQ^ch 2 - 1 2 0 



R 



H 



-CH 



H3CO2C 

316 ^ CH2 _ 1 2 0 R 



P 



-CH*-N-0-Q 



,CF 3 




317 i /)-CH 2 - 12 0 R 



H 



-CH 2 - 



318 



ho^Qk-ch 2 - 12 0 R 



H 



-CHa-N-C-f > 



,CF 3 



H . V=/ 



CN 

319 ^kch 2 - 1 2 0 R 



H ^==/ 
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Table 1.30 

C N™ Pd ' R^ (CH2)r k m n chiralit y R 3 -(CH 2 )^(CH 2 )^G-R 6 

R 

320 N< ^-ch 2 - 12 0 R H -^-^-{jr 

321 nc^^CH 2 - 1 2 0 R H _ CH2 _Jt_J~{ 



322 



326 



324 h 3 co 2 c-hT>-ch 2 - 1 2 0 R h 



F -^-ch 2 - 1 2 0 R H -cH^L^f 3 



Q 

323 OO 0 ^- 1 2 0 R H _ CH2 _^g_^ 



325 F 3 CO-<Q-CH 2 - 1 2 0 R H _ CH _J._f\ 



— CH 2 -N-C 

F3CC l_ P _/ CF: 



327 HD 2 C-<(~>-CH 2 - 1 2 0 R H _ CH2 _^jL£j> 



,CF 3 



328 (h 3 C) 3 c-^>-ch 2 - 1 2 0 R H _ CH2 _^£_£j> 

329 p>-CH 2 - 1 2 0 R H _ CH2 _^?_^ 3 

CH 3 H 

O 

330 Cl-^J-CH 2 - 0 3 1 H -chj-^c-^ 
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Table 1.32 



Compel. R S_( C H 2 ) r k m n chirality R 3 ~(CH 2 J-(CH 2 )^-G-R 6 
No. pr r s 



344 Ci 



347 ci-Q^ch 2 - .03 1 



H 



CH 3 O 



342 CI-^Q^CH 2 - 0 3 1 - H _cH-NhC^Q> 

343 o-O-CHr 0 3 1- h -f^K=> 



CH(CH 3 ) 



2 



^^ch 2 - 031 - h -<rs-K3 



CH 2 CH(CH 3 ) 2 
O 



345 ChHQ^CH 2 - 0 3 1 H -(ch 2 ) 3 -c^Q> 

* o / 

346 C^Q^CH 2 - 0 3 1 - H -(CH 2 ) 2 -Ch(J^ 



F 

OCH 3 



-(CH 2 ) 2 -C^f^VcH 3 



H 3 C 

o 



348 c»-£^-ch 2 - 0 3 1- H -(ch 2 ) 2 -c-hQ>-ch 3 

349 cm(~)-ch 2 - 0 3 1 - H ^H 2 -S-^CH 3 



9 / \ 

350 Ch-<(^CH 2 - 0 3 1- H -ch 2 ~n-|-hQhch, 



o 



351 Ch-^/-CH 2 - 0 3 1 H -CH 2 -f|C-0-CH 2 ^J> 



352 ci-0-ch 2 - 0 3 1 - H -a+o-c-N-^_) 

CH 3 
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Table 1.33 
_ 

C °No 6 ' r2^ (CH2) ) _ k m n chirality 'r 3 ~(CH 2 )^(CH 2 ^-G-R 6 

353 ct-^Q>-CH 2 - 1 2 1 - H _ CHz _^^_ < Q > 

354 cm(~)-CH 2 - 1 3 0 H _ C h 2 -m-?-£^ 

355 Cm(_>ch 2 - 1 3 0 - H _ CH2 _^_<0 

356 Ct-^Q^-CH 2 - 13 0- H _ CH2 _N-c-^2j 



357 cmQ-CH,- 1 3 0 - H -ch 2 -^c-Q 



H 3 C 

CF 3 



358 cmQ^CH 2 - 1 3 0 - H _ CH2 _^?_^> 

o 

359 ct-\J-CH 2 - 1 3 0 - H -(CH 2 ) 2 -n-c^3 

360 CI— ^y-CH 2 - 1 3 0 - H _ (CH2)2 _j^c-^J>-N0 2 

o 

361 c\-^J-ch 2 - 13 0- H _ (CH2)3 -chQ> 

_ p 

362 ci-<(~}-ch 2 - 1 3 0 H -(CH 2 ) 3 -C-^Q^-OCH 3 



p 

363 Ci-\[y-CH 2 - 1 3 0 H _ (CH2)3 _c^n) 
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Table 1.34 



Compd. R V(CH 2 ) f 



No. R 



k m n chirality 



R 3 -(C^^fCH^G-R 6 
R 5 



364 Clr^y 



ch 2 - 1 3 0 



H 



O och 3 

-(CH 2 ) 2 -C-/[j 
H3CO 



365 c *~^%T) h ~ 



ch 2 - 1 3 0 



H 



-(CH 2 ) 2 - C-(\- CH 3 



H 3 C 



366 c*-^cy~ cH2 ~ 1 3 0 



H 



-(CH 2 ) 2 - cnf~~V OCH 3 



367 cmQ- 



ch 2 - 1 3 0 



H _ (CHs)2 _c-<Q^CH 3 



368 C 



i-£^-CH 2 - 1 3 0 



H -(CH 2 ) 2 -£hQ> 



369 ci-^(3" CH 2" 1 3 0 



H -(CH 2 ) 2 -C-Q>-CI 



370 Cf-<QK 



CH 2 - 1 3 0 



H -(CH 2 ) 2 -C-<Q)-0(CH 2 )3CH3 



371 Ch-<(~)-CH 2 - 1 3 0 



9 f-\ 9 



372 • Ch^> 



CH,- 1 3 0 



H -CH 2 -S-<Q^-CH 



373 c>-<Qh 



CH 2 - 1 3 0 



H 



O , , 



-(CH 2 ) 3 -C-N-^_J> 



374 ct-<Q^CH 2 - 



1 3 0 



Q OCH3 

II /=\ 



-(CH 2 ) 3 -C-[v|-^_J> 



Patent provided by Sughrus fttfeon ; PLLC - http^/www.sughrue,corrt 




Patent provided by Sughrus fttfeon ; PLLC - http://www.sughriie,com 



WO 01/10439 



PCT/JP00/05260 



5 5 



Table 



Compd. R \-( CH2 )._ k m n chirality R 3 ~(CH 2 )J 
No. 



-d6 



rtT(CH 2 )^G-R 

a 5 



386 



o 



CH 2 - 2 2 0 



H 



-CH 2 - 



P 



387 



2 2 0 



H 



ir /r-\ / 
-CH,-M-C-^ ^— ^ 

H 



388 



Q^-ch 2 - 2 2 0 



H 



-CH 2 -N-C-^ ^ 



NO, 



389 



<(~)-ch 2 - 2 2 0 



H 



P 



-CH 2 -N-C-^-C0 2 CH 3 



390 



<Qh-CH 2 - 



2 2 0 



H 



-CH 



391 



392 



(^>-CH 2 - 2 2.0 
Q~CH 2 - 2 2 0 



H 



H 



-CH 2 -M-C- ^ 



F 

,OCF 3 



393 



O- 



CH 2 - 2 2 0 



H 



394 



Q-CH 2 - 2 2 



H 



_CH 2 -N-C-^ 



395 



O 



CH 2 - 2 2 0 



9 



H _ CH2 _j^-c-^^-Br 



396 



Q-ch 2 - 2 2 0 



H 



-CH 2 -N-CH^J^F 
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Table 1.37 



Compd. R S_( C H 2 ) r k m n chirality R 3 
No. Pr 



397 



Q-ch 2 - 2 2 0 



H 



-(CHa^fCHaJq-G-R* 
R 5 



— CH 2 — N-C — ^ ^ — CI 



398 



Q-CH 2 - 



2 2 0 



H 



-(eH a ) a - 



P 



399 



o- 



CH 2 - 2 2 0 



H 



9 



iCH 2 ) 2 -NhC^f>-^ 
H \=/ 



400 



2 2 0 



H 



-(CH 2 ) 2 - 



NO; 



H >==/ 



401 



0" CH2_ 



2 2 0 



H 



-(CHaJa-N-C-^^- CO 2 CH 3 



402 



403 



404 



Q-CH 2 - 



Q-CHa- 



2 2 0 



Q^CHa- 2 



2 0 



2 2 0 



H 



H 



H 



-(CH 2 ) 2 - 
-(CH 2 )a- 



H ^=< 
F 



P 



-(CHak-M-C-^J 



,OCF 3 



405 



2 2 0 



H 



-(CH 2 ) 2 - 



406 



Q-CHa- 



2 2 0 



H 



-(CH 2 )a- 



407 



<Q-CH 2 - 



2 2 0 



H 



"(CH 2 ) 2 - 



P 
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Table 1.38 

_ __ _ 

Compd. R ^.( CH2 ) r k m n chirality R 3 ~(CH 2 ^ij(CH 2 ^-G-R 6 



410 



41 1 



412 



413 



414 



415 



416 



417 



418 



No. FT h r5 

C-f x ) F 

H 



408 0- CH2 " 2 2 0 - H -(CH^M-O-O 




409 0- CH2_ 2 2 0 - H _ (CH2 ,_^g_^_ cl 



(S) P 



_ If) IT /T^ 

q- ch ^- 2 2 o - h -^{r c_ 0 



CH 2 CH{CH 3 ) 2 : 

CS) P 

H-N-C-^ ^— ^ 



.0~ CH2 " 2 2 0 - H -<JH-N 

CH 2 CH(CH 3 ) 2 



<Q^~CH 2 - 2 2 0 H -f^^C) 



CH 2 CH(CH 3 ) 2 . 



_ (S) P /r-^ 

<Q^CH 2 - 2 2 0 - H -<JH-^C-^J-CO a CH 3 



CH 2 CH(CH 3 ) 2 
(S) P 



<Q^-CH 2 - 2 2 0 H ~<f*"[t C 

CH 2 CH(CH 3 ) 2 



(S) P 



-CF 3 



3 



{^CH 2 - 2 2 0 H -jWo-Q 

CH 2 CH(CH 3 ) 2 F 



0"CH 2 - 2 2 0 - H -fH-^-C-^ 

CH2CH(CH3)2 



PCF 



3 



(S) P 



Qh-CH 2 - 2 2 0 - H -f^K-O-C^ 

CH 2 CH(CH 3 ) 2 . 

<Q-CH 2 - 2 2 0 H -f^^~C5 



CH 2 CH(CH 3 ) 2 
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Compd. R S-(CH 2 )r 
No. FT 1 



k m n chirality R 3 



-(CH 2 )jr^(CH 2 )^G-R 6 



419. 



O 



CH 2 - 2 2 0 



H 



CHgCHfCH 3)2 



420 



421 



422 



<Q^ch 2 - 



2 2 0 



<Q^-CH 2 - 2 2 0 



<Q>-CH 2 - 2 2 0 



H 



H 



H 




— <j:h-m-c >— f 

CH 2 CH(CH3) 2 

O - Cl 
(S) i? 

CH2CH(C H 3 ) 2 



-CH-rvf-c-<^j> 

CH 2 CH(CH 3 ) 2 



423 



424 



425 



426 



427 



428 



CH 2 - 2 2 0 



<Q^-CH 2 - 2 2 0 



o 



2 2 0 



CH 2 - 2 2 0 



(^CH 2 - 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



(«) P 

i H \=/ 



CH 2 CH(CH3) 2 



N0 2 



(*) P / * 

CH 2 CH(CH 3 ) 2 

(A) P- /T^v 
~ChhN-C-f_VC0 2 CH 3 
£ H ^ — ' 

CH 2 CH(CH 3 ) 2 

O / CF3 

(fl) P W 



H \=/ 
CH 2 CH(CH 3 ) 2 



(*) P 

CH 2 CH(CH 3 ) 2 F 



,CF=3 



CH 2 CH(CH 3 ) 2 



429 



CH 2 - 2 2 0 



H 



(R) Y f-i 

| H \=/ 
CH 2 CH(CH 3 ) 2 
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Table 1.40 



Compd. R >-(CH2),- k m n chirality 
No. R 



-(CH 2 )pP-(CH 2 )q-G-R 
R 5 



-06 



430 



431 



432 



433 



o 
o 



2 2 0 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



(*) P 

w 

CH 2 CH(CH 3 ) 2 . 



,C1 



(fl) P /-A 

— QH— M-C — — Br 



CH 2 CH(CH 3 ) 2 
(fl) P 




-CH-N-C— fV-F 
O / Cl 

(fl) tr W 

— CH-N-C— f V-CI 
I H \=/ ' 

CH 2 CH(CH 3 ) 2 



434 Ci-^^>- 



ch 2 - 1 3 1 



H 



- ch 2-n-c-{3 



435 C-^} -0 " 2 " 1 3 1 



H 



p 




436 a-^y-CH 2 - 1 3 1 



-CH 2 -N-C-< > 



N0 2 



H 



437 ct-^y~CH 2 - 1 3 1 



H 



P 



-CH 2 -jvHC-^^-C0 2 CH 3 



438 C ^^" CH 2- 1 3 1 



439 



CH 2 - 1 3 1 



H 



H 



-CH 2 -N-CHf > 



.CF a 



-CH 2 



H \=/ 



440 cny 



CH 2 - 1 3 1 



H 



-CH 2 -fshC-Hf N > 



PCF 3 



H N=/ 
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Table 1.41 



Compd. 
No. 


^a>(CH 2 ) r 


k 


m 


n chirality 


'r 3 


~(CH 2 )icH 2 )5-G-R 6 
R 5 


441 


Cf-<(^-CH 2 - 


1 


3 


1 


H 




442 




1 


3 


1 


H 


_ C H 2 -N-c^J> 


443 


ci -0" CH2_ 


1 


3 


1 


H 


— C H 2 - C-<^^>— B r 


444 


CHhQh-CH 2 - 


1 


3 


1 


H 




445 


Ct— Qh-CH 2 - 


1 


3 


1 


H 




446 


chhQ^-ch 2 - 


1 


3 


1 


H 


-(CH 2 ) 2 -N-C-^^ 


447 




1 


3 


1 


H 


-(ch 2 ) 2 -n-c-( V-^ 

H \=/ 


448 


Cl-^^-CH 2 - 


1 


3 


1 


H 


-(CH^-N-C-^ 


449 


ci ^O -CH2 ~ 


1 


3 


1 


H 


-(CH 2 )2-N-C-^^-00 2 CH 3 


450 


ct -0- cH2 "- 


1 


3 


1 


H 


|p / CF3 

-(CH 2 ) 2 -N-C^Q> 


451 


CH-^^-CH 2 - 


1 


3 


1 


H 


-(CH 2 ) 2 -N-C-^> 
F 
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Table 1.4 2 



Compd. 
No. 


^(CH 2 ) F 


k 


m 


n chirality 


R 3 


(CH 2 ) F ?-(CH 2 )^G-R 6 
R 


452 


CH-0^ CH2 ~ 


1 


3 


1 


H 


-(CHafc-N-C-^J^ 


453 


o-0" CH2 ~ 


1 


3 


1 


H 


-(CH 2 ) 2 -N-C-^J> 


454 


chhQ^ch 2 - 


1 


3 


1 


H. 


-(CHah-^-C-^) 


455 




1 


3 


1 


H 


-(CH 2 ) 2 -N-C-^Q^ 8r 


456 


ci-hQ>-ch 2 - 


1 


3 


1 


H 


-(CH 2 ) 2 -N-C-<^J>-F 


457 




1 


3 


1 


H 




458 




2 


2 


1 


H 


-CH 2 -N-C-^3 


459 


Ch-<Q>-CH 2 - 


2 


2 


1 


H 


-ch 2 -n-chQ 


460 


Ct-^(^-CH 2 - 


2 


2 


1 


H 


-CH 2 -t^C-H^^-CH 3 


461 


Ct-<^)-CH 2 - 


2 


2 


1 


H 


O _/ CF3 
-CH 2 -^C-Q 


462 


Ct ~0 HCH 2" 


2 


2 


1 


H • 


-CHa-N-C-Q 

H 3 C 
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Table 1.4 3 



Compd. r V_( C h 2 v_ k m n chirality R 3 
No. Br 



-(CH 2 )i(CH 2 )5-G-R 6 
R 5 



465 



463 c\-^y~CH 2 - 2 2 1 



464 0\-^y~ ch 2 - 2 2 1 



Ci-^y~CH 2 - 2 2 1 



H 



H 



O 
C 

CH 3 

O ,° CH 3 



- CH 2 - N- C-*^^>- OC H 3 



OCH 3 



•CH 2 



9 c~ N 



466 Cl-4>-CH 2 - 2 2 1 



H 



o ; n 



467 Ci-^^-CH 2 - 2 2 1 



468 2 2 1 



469 Ch-O- 



CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C-{3 

O , N < CH 3>2 

_c Ha -jjc-Q 



-CH 



OCH 3 



470 Ch-^)-CH 2 - 2 2 1 



H 



-CH 2 - 



■trK> 



CN 



471 



CmQ-CH 2 - 2 2 1 



H 



- CH 2 - N" C0 2 C H 3 



472 cr-^(^-CH 2 - 2 2 1 



H 



o o 



-CH 2 -hhC-<^C~{3 



473 c»-h^-ch 2 - 2 2 1 



9 9 

H -CH 2 -N-C-H^^~C-CH 3 
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Table 


1.4 4 












Compel 
No. 


• ^>(CH 2 ) F 


k 


m 


n chirality 


R 3 


(CH 2 )^-(CH 2 )^G-R 6 
R 5 


474 


cM L/" CH2_ 


2 


2 


1 


H 


- ch 2 - n c-^^- CF 3 


475 


/=\ 


2 


2 


1 


H 


o 

- CH 2 - N- C-^J^" CH(CH 3 ) 2 


476 


/= V 

C»-\_/-CH 2 - 


2 


2 


1 


H 


O 

" CH 2 - N- C-^^— N0 2 


477 


c K_>~ CH2 " 


2 


2 


1 


H 


O 

- CH 2 - N- C-h^~V OCH(CH 3 )2 
H ^ — ' 


478 




2 


2 


1 


H 


O 

-CH 2 ~^C-h^J] 
H 3 C 


479 


/=\ 

Cf -V> CH2_ 


2 


2 


1 


H 


O 

H 


480 




2 


2 


1 


H 


o 

-CH 2 -I^C-<Ol 


481 


/=\ 


2 


2 


1 


H 


O 

-CH 2 -^C-<f~l 
H 


482 


Ch -\_> CH2 " 


2 


2 


1 


H 


CH 3 

-CH 2 -^C-^jl 
H 


483 


CI-^]j>-CH 2 - 


2 


. 2 


1 


' H 


U 

H S^ C H 3 


484 


ci - h O~ cH2 " 


2 


2 


1 


H 


o 

"CH 2 -N-C-/pQ 

n In 

H 
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Table 1.4 5 



Compd. r V-(ch 2 )- k m n chirality R 3 
No. Pr 



-(CH 2 v|-(CH 2 ) 5 -G-R 
R 5 



-dS 



485 C 



486 



|-hQ-CH 2 - 2 2 1 



Ct-^}" CH2 " 2 2 1 



H 



H 



CF 3 



-CHa-N-C-0 

CF 3 



•CH 



O , CN 



487 Cl-<Q^CH 2 - 2 2 

488 ci — CH 2 ~ 2 2 



489 ct-^)-CH 2 - 2 2 



o , CI 
H -CH 2 -M-C^f \ 



H 



H 



-CH 2 -^C-{3 
O / 

^-0 



-CH 2 " 



490 Ci-^>-CH 2 - 2 2 1 



H 



pC.H 2 CH 3 



491 Cl-Q^CH 2 - 2 2 



H 



o F y, CF3 

-CH 2 -£C-<0 



492 C 



^Qhch 2 - 2 2 1 



493 CI-hQhch 2 - 2 2 1 

494 Ch-Q-CH 2 - 2 2 1 



495 Ci-C/-CH 2 - 2 2 1 



H 



H 



H 



,OCF 3 



O /" 
-CH 2 -N-ChQ 

? C V-< CF3 

-CH 2 -N-C-Q 



-CH 2 -N-C-<Q 
F 



PF 3 



-ch 2 -n-c^0 



,CF 3 . 
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Table 1.46 



R 1 

C °N npd ' Ra^" (CH2)r k m n chirality 



R 3 



~(CH 2 )pTr 



o i „ (CH^G-R 6 
R 



496 ct-^)-c»2- 2 2 1 



H 



497 Cl-^}-CH 2 - 2 2 1 



H 



Q H ° CH(CH 3 ) 2 



498 Cl-^j>-CH 2 - 2 2 



H 



NH 2 CF 3 



-CH. 



O vl/" 



499 a-£)- 



CH,- 2 2 1 



H 



" CH 2"fj"^ H 0 >_N(CH3)2 



500 C 



(-^Qk-ch 2 - 2 2 1 



501 CI-Q-CH.2- 2 2 



502 ci-<>-ch 2 - 2 2 1 



H 



H 



H 



-CH 2 -r*C-^J^-OCH 3 



no 2 



-CH ? -N-( 



H V==/ 
Br 



P /~< N02 
-CH 2 -N-C-^J>-F 



503 chh O^" 



ch 2 - 2 2 1 



504 Or-<QHCH 2 - 2 2 1 

505 Cl-<C)-CH 2 - 2 2 1 



H 



H 



H 



N0 5 



-CH 2 -N-C w 



0CH3 



N0 2 
Br 



506 Ci-4 >-CH 2 - 2 2 1 



H 



-CH 2 -r>hC-/"l 

H 0^ NOa 
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Table 1.47 



Compd. R ^ (C H 2 ) r k m n chirality R 3 -(CH 2 ) ? +-(CH 2 )q-G-R 
No. ° 5 



507 Ci 



CH 2 - 2 2 1 



H 



-CH 2 -N-C-<J] 



H O' 



508 



CH 2 - 2 2 1 



H 



509 c 



hQ-ch 2 - 2 2 1 



H 



H S" 



o 8r 



51 0 c 



i-<(~)-ch 2 - 2 2 1 



H 



9 ^ CH 3 

-CH 2 -N-C-< Jl 

H ° CH 3 



51 1 C 



CH 2 - 2 2 1 



H 



o 



H ° C(CH 3 ) 3 



512 ci 



-o 



CH 2 - 2 2 1 



513 Cl- 



l_^~^-CH 2 - 2 2 1 



H 



H 



CN 

Q CHCH 3 
•CHa-N-C-^ - ^ 



O 



- C H 2 -N-C-<C5 



C-CH 3 



514 C^}- 



CH 2 - 2 2 1 



H 



- CH 2 - N- C(CH3)a 



515 Ci- 



i^Qhch 2 - 2 2 1 



H 



- CH 2 - C-<Q>- CH 2 OH 



516 H z H-([}-CHr 2 2 



H 



-CH^N-C-^J 



H 2 N 

517 >=\ 2 2 1 



o 



CH 2 ~ 



H 



f ^ CF3 

-CHrN-C-(J> 
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Table 1.48 



Compd. R V(CH 2 ); 
No. Fr 



k m n chirality R 3 -(CHaJErrrfCHgJq-G-R' 

R 



518 


NH 2 

<Q-CH 2 - 


2 


2 1 


H 


-CH 2 -M-C-<_) 


519 




2 


2 1 


H 


-CH 2 -^C-<j> 


520 


c ^-0" CH2_ 


2 


2 1 


— CH 3 


-CH^N-C-^J 


521 


o-0~ CH2 ~ 


2 


2 1 


P - 
— (CH 2 ) 2 CK-^) 


PC. 

-CH 2 -N-C-<^ = ) 


522 


c >-0" CH2 ~ 


2 


2 1 


• P - 


H N=/ 


523 


ci -Q^ CH2 " 


2 


2 1 


P - 

— (CH 2 ) 2 CH-^Q> 




524 


ch -0^ CHz " 


2 


2 1 


Q _ 

-CH 2 CH-^7) 




525 


ci -C> CH2 ~ 


2 


2 1 


H 


-CH 2 -M-C-^> ° 


526 


CI ^ //^2 


2 


2 1 


H 


9 /=. 


527 




2 


2 1 


H 


-CH 2 -NJ-C-^ S 


528 


c, -0" CH2 " 


2 


2 1 


H 


P /= r CH = 
F 3 C 
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Table 1.49 



Compd. R >-(CH 2 )r 
No. 1 



k m n chirality R 3 



-fCH 2 )^t(CH 2 v r G"R 
R 5 



-06 



529 cihQ- 



CH,- 2 2 1 



H 



if /=r- N0 2 



530 Ci-^]J-CH 2 - 2 2 1 



H 



9 



—CH 2 -N-C 
H 




531 ci-^Q^ch 2 - 2 2 1 



H 



f? 



-CH -N-C-\ ' 




CH 3 



532 O^y- 

533 C^^O^" 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



534 C H^" CH2 ~ 2 2 1 



H 



H 



~ CH 2 -;t c ~yo 

H 3 C 

9 



H 3 C 
H 3 C 



535 cl " H C]} K 

536 CHH 0^ 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 3 C^ Q 



H 3 C 



CH 3 



537 C ^^" CH2 " 2 2 1 



H 



-CHr-N-O ^ 0 



l? >^C(CH 3 ) 3 
H 3 C 



538 ci--^~^ch 2 - 2 2 



539 Ch-4 >-ch 2 - 2 2 1 



H 



H 



H V 
H3C 




F 3 C ' 
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Table 1.50 



Compd. R J>-(CH 2 )j- k m n chirality 
No. Pr 



R 3 



540 



CH 2 - 2 2 1 



541 ci-<Q^CH 2 - 2 2 1 



542 CY-^)-CH 2 - 2 2 1 



H 



H 



H 



-(CHaJp^-fCHgJq-G-R 
R 5 



-06 



-CH 2 -^LgQ 



CH 3 



NO? 



- cH ^-rr c w 

H 2 N 



,CH 2 C H3 



543 Ct-^^-CH 2 - 2 2 1 



H 



i? 



-CH 2 -N-C-^^^-CH 2 CH 3 



544 Ci-^)-CH 2 - 2 2 1 



545 cmQ- 



CH 2 - 2 2 1 



546 Ch-(~)-CH 2 - 2 2 1 



CH 2 - 2 2 1 



547 Ch-Q- 



548 ct-^Q^CH 2 - 2 2 1 



CH 2 - 2 2 1 



549 Cm£> 



550 ci-(~}~ CH2 " 2 21 



H 



H 



H 



H 



H 



H 



H 



9 




,CI 



— CH 2 -NhC-f X ) 

-ch^5-Q 

Cf ' Ci 

~CH 2 -NJ-C-^^>-CI 
CI 

CI 

-CH.-r^c-^J 

o 2 n ; 

-CH 2 -^E-Q 
Q 2 N CI 
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Table 1.51 

Compd. R S-(CH 2 ) r k m n chirality R 3 ~(CH 2 )^-(CH 2 )^-G-R G 
No. FT R 5 



556 Ci 



551 Cf-<(~}^CH 2 - 2 2 1 H -CHa-N-C-CHa-rt 

552 Ch-^^-CH 2 - 2 2 1 H -ch 2 -^c-ch 2 hT> 



9 




553 Cf-0~ CH2 " 2 2 1 - h -chstm-o-ch.-^ 

554 Ch-<>CH 2 - 2 2 1 - H -CH^cV^ 



555 Ch-<>CH 2 - 2 2 1 - H -CH 2 - [r §-/pQ' 



CF 3 

rr 

H 

NT 
H 

NT 
H 



557 Ct-Q-CH 2 - 2 2 1 H -(CH 2 ) 2 -N-C-^ 

_ CH 3 O 

558 Ch^QHCH 2 - 2 2 1- H -ci+^c-^J 

o F> 

559 CK^>ch 2 - 2 2 1- H ~f^K_I> 

CH 3 CF 3 

O , CN 

560 CM(>CH 2 - 2 2 1- H -^ff £ -0 



CH 3 

Br 



561 cmQhch 2 - 2 2 1 H "f^-^ 

CH 3 
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Table 1.52 

Compd. \_ (CH2 j r k m n chirality n i _ (CH jJf_ (CH v- G _ R 6 
No. R H p5 



562 c 



564 Ch 



566 Cl- 



568 Ch 



571 



O CI 



l-<Q^CH 2 - 2 2 1 - H "9""^^-^ 



CH 



3 



H ' '- N 

CH 3 F 3 C 




CF 3 



563 Ct -^J>~ CH 2- 2 2 1 

— ? ( 

:mQ-ch 2 - 2 2 1 - h ""'f""^ ~W 



OCH 2 CH 3 



CH, 



R CF 3 



H -CH-N-C-f^ 
I H \= 



565 C1 " H (3 _CH2 " 2 2 1 

:,_hQ_ch 2 - 2 2 1 - H -CH-N-C--Q> 



CH 3 

OCF 3 



CH 3 

CH 3 CF 3 



567 Ch-<(~)-CH 2 - 2 2 1 - H "^h^ 

CH 3 

: ^-0" CHz " 2 2 1 - H -CH-N-C^3 



I H \=< 
CH 3 CF 3 



569 CI-h(~~)-CH 2 - 2 2 1- H -f^fr^C) 



CH 3 F 

o 



9 ^ 

570 Ch-£~)-CH 2 - 2 2 1 H -CH-^ChQ^ 



CH 



3 



c\-^j-ch 2 - 2 2 1- H " c f Hh H^" H w ) 



CH 3 



572 ch^^-ch 2 - 2 2 1 H - CH "^-Q 



CH 3 
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Table 1.5 5 

Compd. R \_ (CH2) k m p chjrality - R3 _ {CH2) J1_ {CH2 ^- G - R 6 



No. FT ' ~ P R 5 



595 



o 

ci-hQ^ch 2 - 2 2 1- h -ch-n-6hQkco 3 ch 3 



CH 3 

o o 



596 a-£>CH 2 - 2 2 1 H -cH-flC-Q-c-CH 



3 

H 

CH 3 

o 

0 t-CH 3 



597 Cf-^^-CH 2 - 2 2 1 H -ch-i*c-{3 

CH 3 

o 

598 Ch-<>CH 2 - 2 2 1- H ^hHP 



CH 3 

O 



599 CM(>CH 2 - 2 2 1 - H O-Q 



Q 

600 c*-Cy-CH 2 - 2 2 1 H ~^h C ~C^ 

CH 3 



CH 3 CH 3 
O 

■a 

Br 



601 c^Qhch 2 - 2 2 1 H -ch-n-c-TS 



OCH 3 



| H W 
CH 3 



602 ch^)^ch 2 - 2 2 1 H 



N(CH 3 ) 2 



CH 3 

' O 



603 Cf-^)ncH 2 - 2 2 1- H ~f+|t<K3 



CH 3 



604 ChQKCHr 2 2 1 H ~^!t C ~0 



CH 3 



605 chhQhch 2 - 2 2 1 H "^h" 0 v-o 



CH, 
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Table 1.56 



R 1 T 
Compd. \^( CH2 ) r k m p chira | ity - R o _ (C| _, 2) J1_ (CH2) ^ G _ R 6 

No. R 



606 



61 



Ci-^j>-CH 2 - 2 2 1 



607 CH^-CH 2 - 2 2 1 



608 ci-hQ-CH;,- 2 2 1 



>o 



609 CK j^CH 2 - 2 2 1 



610 C, -^])^ CH2 " 2 2 1 



1 Ch ^O^ CH 2- 2 2 1 



H 



H 



H 



H 



H 



H 



9 



CH 3 



1 QCH 3 



CH 3 
CH 3 H 3 C 

9 

CH 3 H 3 C 

9 



CH 3 o-Q 



CH 3 H3C 



CH 3 

C(CH 3 ) 3 



612 Ch-^Q^CHa- 2 2 1 



613 <>-<(~}- CH 2- 2 2 1 



H 



H 



? 




CH 3 K3C 
CH 3 F 3 C 



614 Ch-<Q^CH 2 - 2 2 1 



9 /^ CH 3 



CH 3 F 3 C 



615 Ch-^^-CH 2 - 2 2 1 



H 



-CH-N- 

I H 

CH, 




616 ChH^-CH 2 - 2 2 1 



H 



-CH-M-C 
I H 
CH 3 
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Table 1.57 



Compd. R V (C H 2 ) r k m n chirality 
No. Fr 



"(C^^CCH^G-R 6 



CH 9 - 2 2 1 



617 CM[> 

618 CI-h^^-ch 2 - 2 2 1 



619 CM[> 



CH 2 - 2 2 1 



620 cH^-ch 2 - 2 2 



621 cmQ- 

622 ChnQ- 

623 Ch-<7> 

624 Ch^- 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



625 Ch-<> 



CH 2 - 2 2 1 



CH 2 ~ 2 2 1 



626 Cr-<Q^ ch 2 - 2 2 1 



627 CI-^Qh CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



-CH- 
I 

CH(CH 3 ) 2 



sK3 

CH 3 ) 2 

o , c 

| H \=/ 
CH(CH 3 ) 2 



Br 



| H \=/ 
CH(CH 3 ) 2 



CI 



-CH-N-C- 

| H W 



■K5 

CH(CH 3 ) 2 

O / N ( CH 3>2 

| H W 
CH(CH 3 ) 2 

o _/ OCHa 

| H \=/ 
CH(CH 3 ) 2 

O , N °2 

1 H \==/ 
CH(CH 3 ) 2 

| H \=/ 
CH(CH 3 ) 2 

} H W 
CH(CH 3 ) 2 CF 3 

Q OCH2CH3 



-CH- 
I 

CH(CH 3 ) 2 
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Table 1.58 



Compd. R S-(CH 2 ) r k m n chirality R 3 -(CH 2 )^-(CH 2 ^-G-R 6 

No. r 5 



628 a-^}~CH 2 - 2 2 1 H -f^-C^ 



631 ci-Q>-CH 2 - 2 2 1 

632 ci-<Q^ch 2 - 2 2 1 

633 Cf-<(~)-CH 2 - 2 2 1 



636 o 



po 2 CH 3 



I 

CH(CH 3 ) 2 



O F \_P F = 



629 ci-hQ^ch 2 - 2 2 1 H -ch-^c 

. . CH(CH 3 ) 2 

630 Ch-^Q>-CH 2 - 2 2 1- H ' -CH-N-C^Q> 



CH(CH 3 ) 2 

CH(CH 3 ) 2 CF 3 

| H W 
CH(CH 3 ) 2 CF 3 

o f f * 

h -^ff^-^Q 

CH(CH 3 ) 2 F 

9 W CFa 

H -CH-N-C-fV-F 



CH(CH 3 ) 2 

H 9 ^(CH^ 



634 ChH^^-CH 2 - 2 2 1 

635 -Ct~^}-CH 2 - 2 2 1- 
>hQkch 2 - 2 2 1 h " c ^^~{3 



| H \=/ 
CH(CH 3 ) 2 • 



CH(CH 3 ) 2 

CF 3 



637 c^Q^CH 2 - 2 2 1 H -f^-H(J> 



CH(CH 3 ) 2 

o 



638 ci^(^-ch 2 - 2 2 1- H ^|T C "0" 



CN 

CH(CH 3 ) 2 
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Table 1.5 9 

Compd. R S_ (CH2 ) r k m n chirality R 3 -(CH 2 )J— (CH^G-R 6 



No. * v " /m r5 



641 Ch 



649 cl ~i>~ CH 2 



2 2 1 



639 c^ycH 2 - 2 2 1 H " _ch-^c-Qkn ( ch 



o 

CH(CH 3 ) 2 
O 



CH(CH 3 ) 2 



640 Ch-<^/-CH 2 - 2 2 1 

:MQ~ Ch V 2 2 1 H -f^-O- 



o 

* C0 2 CH 3 

CH(CH 3 ) 2 



CH(CH 3 ) 2 



642 Ch^J^CH,- 2 2 1 H 

643 Ch-QKCH 2 - 2 2 1- H -^tf ; KD KCF; 



CH(CH 3 ) 2 
O 



644 ci^Qkch 2 - 2 2 1 H -c^chQhc(CH 3 ) 3 

CH(CH 3 ) 2 

645 CH-Q-CH 2 - 2 2 1 - H "f^KD^ 2 



CH(CH 3 ) 



2 



646 C H-Q-CH 2 - 2 2 1 H -CH-j*C^0-CH a OH 



o u 

647 ci-T>ch 2 - 2 2 1 ~ H -ch-|*chQ-c-ch 



CH(CH 3 } 2 

o. _ o 

CH(CH 3 ) 2 



U 

64a c^Q^c^ 2 2 1 H -c^^^-Q^CH(CH 3 ) 2 



CH(CH 3 } 2 



H -Cj:hhh|C-<^^-OCH(CH3)2 



CH(CH 3 ) 2 
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Table 1.60 



Compd. R V(CH 2 ) r k m n chirality 



No. R 



-Q6 



P R5 



(CH^G-R 



650 CK >-CH,- 2 2 1 



651 c 



i-0~ CH *" 2 2 1 



l-<Q»-CH 2 - 2 2 1 



652 CI- 



653 ci-h(~)-ch 2 - 2 2 1 



H 



H 



H 



H 



-CH-N-C-f x ) 
I H \=/ 



* _/=\ 



I 

CH(CH 0 )5 



CHCHa 



CH(CH 3 ) 2 



CH(CH 3 ) 2 
P 



- CH- N- C—^J^-0(CH 2 )4CH 3 



CH(CH 3 ) 2 



654 C\-^y~CH 2 - 2 2 1 



655 ci-^^-CH 2 - 2 2 1 



656 Ct-^y~CH 2 - 2 2 1 



657 Ch-^^-CH 2 - 2 2 1 



H 



H 



H 



US 



C-CH 3 



— CH-N-O 
I H 
CH(CH 3 ) 2 

CH(CH 3 )2 

CH(CH 3 ) 2 

CH(CH 3 ) 2 



658 Cl-^^-CH 2 - 2 2 1 

659 Ci-^^-CH 2 - 2 2 1 



H 



H 



CH(CH 3 ) 2 
CH(CH 3 ) 2 



660 ci-h£Jkch 2 - 2 2 1 



H 



9 

CH(CH 3 ) 2 
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Table 1.6 1 

Compd. Rv^ CH2)f _ k m n chjraiity - R 3 _ (CH2) Jf_ (CH2) _ G - R 6 



667 ci-hQ>-CH 2 - 2 2 1 



H 



No. Pr ^rS 

661 C.-0-CH,- 2 2 1- H -^°-<p 

CH(CH 3 ) 2 OCH 3 

662 Ch-Q-CH,- 2 2 1 H ~?^~^ CH 

CH(CH 3 ) 2 3 

663 C^Q^-CH 2 - 2 2 1 H _^?J^ 

CH(CH 3 ) 2 

664 Ci-^Q>-CH 2 - 2 2 1 ~ H -^h 0 





// \ 

NO 2 



CH(CH 3 ) 2 

a^cH 



665 Ci-^^CH 2 - 2 2 1 - H — (j^H- m- 0 



CH(CH 3 ) 2 



— 9 >m" CH3 

666 CI-hQhch 2 - 2 2 1 H -^K-Nh 




CH 3 

CH(CH 3 ) 2 




668 ci-^(~)kch 2 - 2 2 1- H 

CH(CH 3 

669 Cl-r>CH 2 - 2 2 1 H 

W CH(CH 3 ) 2 CH 3 

670 C^-<>CH 2 - 2 2 1 - H -C^O-^ 

CH(CH 3 ) 2 

671 c ^>c„ r 221 - h -rtf^^ 

^ CH(CH 3 ) 2 
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Table 1 


.62 










Compd. 
No. 


" 2 >(CH 2 ) r 


k 


m n chirality 


R 3 


□ 4 

(CH 2 ) ? + 7 (CH 2 ) r G R 6 
R 5 


672 


CI-^}-CH 2 - 


2 


2 1 


H 


CH(CH 3 ) 2 H 


673 


Ch^Q^-CH 2 - 


2 


2 1 


H 


-HfH-JJJ-O-g 
C(CH 3 ) 2 

-rH c_ v' 

CH(CH 3 ) 2 


674 


Cf -0" CH2 " 


2 


2 1 


H 


675 




2 


2 1 


H 


Q 

C(CH 3 ) 2 


676 


Cl- 0~ CH2 " 


2 


2 1 


H 


CH(CH 3 ) 2 H 


677 


CI-CJ-CH 2 - 


2 


2 1 


H 


CH(CH 3 ) 2 CH 3 

9 ■ 9" 3 

CH(CH 3 ) 2 


678 


ci-<Q>-ch 2 - 


2 


2 1 


H 


679 




2 


2 1 


H 


CH(CH 3 ) 2 


680 


CI-^j>-CH 2 - 


2 


2 1 


H 


CH(CH 3 ) 2 


DO I 




2 


2 1 


H 


T h cr^ C H 3 

CH(CH 3 ) 2 


682 


CI-^j>-CH 2 - 


2 


2 1 


H 


-CH-Jc-fJl 

I H O C(CH 3 ) 3 
CH(CH 3 ) 2 
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Table 1.63 



Compd. R1 >-(CH 2 )r 



k m n chirality R 3 



r 



-(CHjlj-HtCH^G-H 6 



683 C(-i >-CH z - 2 2 1 



684 c 



>-<G^CH 2 - 2 2 1 



685 CK >-CH 2 - 2 2 1 



686 Ct-A />-CH 2 - 2 2 1 



687 Ci-< )^CH 2 - 2 2 1 



H 



H 



H 



H 



H 



SCH 3 



CH(CH 3 ) 2 

L(c h h 3)2 ^% CH(CHa)2 

CH(CH 3 ) 2 g 3 
O 

-Cr+NhCHf\ 
I H \=/ 



CH 2 CH(CH 3 ) 2 



O 

— CH-IShC 



688 ci-^~^-CH 2 - 2 2 1 

689 Ch-<Q^CH 2 - 2 2 1 

690 CI-hQ>-CH 2 - 2 2 1 

691 Ci-hQ-cHj- 2 2 1 



692 Ci-i >-CH 2 - 2 2 1 



693 ci-^~^-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



-CH-N-C-f> 



CF 3 
CN 



0 / 

-CH-N-C-f> 
-CH-N-C-/ - ) 



O _PCH 3 



o 



-CH-N-C-f? 
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Table 1.64 

__ ... — — — - — _ 

6 



1 R 

Co ™ pd - ^X CH 2)r k m n chirality R 3 ~(CH 2 )fj- (Chi^G-R 
No. R p5 

Q OCH2CH3 

694 Cl-^(~)-CH 2 - 2 2 1 - H -^p^JC-^> 

695 Ci-^(~}-CH 2 - 2 2 1 - H -C^C-O 



703 Ci-\>-CH 2 - 2 2 1 



704 Ci-\>-CH 2 - 2 2 1 



H 



O OCF3 



696 Ch{}HCH 2 - 2 2 1 H 



o 

CN 



697 Cl-H(>CH 2 - 2 2 1 H ' "£H^H> 

p 

698 ci-hQ^ch 2 - 2 2 1 H -ci+jc-^- N (Ch 3 ) 2 

699 C-Q~CH 2 - 2 2 1 - H _ch^c<>OCH 3 

700 ci _^_ C h 2 - 2 2 1 - H -CH^C-£y C 0 2 CH 3 

O O 

701 C-<Q-CH 2 - 2 2 1 H -^^C-CH 3 

702 CMQ-CH 2 - 2 2 1 H -CH^-£> C F 3 



- C H- N- C-^~V CH(CH 3 ) 2 



O 

NO 2 
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Table 1.6 8 



1 R 
Compd. ^"V(CH 2 )f k m n chirality R 3 -(CH 2 fc-j— (Cf-^G-R 6 
No. R R 5 



739 



738 ci-<Q-ch 2 - 2 2 1 



740 c\-^y-CH 2 - 2 2 1 



741 C \-^y~CH 2 - 2 2 1 

742 Cr-Q^-CH 2 - 2 2 1 



743 cmQ^ 



CH 2 - 2 2 1 



744 ct _^~^_ C H 2 - 2 2 1 



745 Cf-<Q-CH 2 - 2 2 1 



746 Ct-<Q^CH 2 - 2 2 1 



747 ci-^(~)-CH 2 - 2 2 1 

748 ci-^~)>-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 ^ CH 3 



\/ H 3 C 



- c ^ c -Vnh 



9 

\^ H 3 C 
-CH-N-C-< I, 



— CH-N- 




H3 



VS 



I? 



— CH-N-O 



-a 



9 0-^C(CH 3 ) 3 
-CH-N-C-^J1 




9 /^ CH 3 

_ 0" C P3 
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Table 1.69 



749 ct-{3- CH 2- 2 2 1 



750 



CH 2 - 2 2 1 



751 C^(^-CH 2 - 2 2 1 



752 d-^)- CH 2- 2 2 



753 C.-hQ- 



CH 2 - 2 2 1 



754 ct-\>-CH 2 - 2 2 



755 Chi)-CH 2 - 2 2 1 



756 ci-<(~)-CH 2 - 2 2 1 



757 Cl-^> 



CH 2 - 2 2 1 



758 Ct-(~)-CH 2 - 2 2 1 

759 Cl-^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



Compd. R J^_ (CH2 v_ k m n chirality "R 3 -(CH 2 )rT-(CH 2 fe-G-R 6 
No. R d h r5 




CH 2 OH 



CH 2 OH 

^ PCH a 



1' 



H 



CH 2 OH 



H-H-C—f) 



9 



CH 2 OH 



N0 2 



2 OH 

OCH 2 CH 3 



CH 2 OH 



C0 2 CH 3 
n /r- \ 



CH 2 OH 



O OCF 3 



CH 2 OH 
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8 9 



Co ^ pd * R ix cH 2>r 

No. Pr 



761 c 



-O- 



k m n chirality R 3 



760 ci-^)~CH 2 - 2 2 1 



CH 2 - 2 2 1 



762 Cf-^-CH 2 - 2 2 1 

763 ct-^Q^CH 2 - 2 2 1 

764 cHQkch 2 - 2 2 1 

765 Ci-<QhCH 2 - 2 2 1 



766 CH-^0~ CH 2- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 ) ? | r (CH 2 ) r G-R 6 
R 5 



CH 2 OH F 
— CH-M-C-^^— F 



CH 2 OH 



CH 2 OH 
CH 2 OH 

-?-£r c_ 0 

CH 3 



-?-ir c -0 



,CH 3 



CH 3 



•C— N-C—f ^ 
I H \= 
CH 3 



Pf3 



767 cm(~^ 



CHo- 2 2 1 



768 CI--^~^-ch 2 - 2 2 1 



769 ch^>-ch 2 - 2 2 1 



770 Ci-4 >-ch 2 - 2 2 1 



H 



H 



H 



H 



CH 3 



CH 3 



Br 



T[T c -0 



,OCF 3 



CH 3 



-?-ir c -Q 

CH 3 F 



, CF 3 
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Table 1.71 



Compd. R ^>(CH 2 ) r k m n chirality 
No. Pr 



-(CH 2 )^-(CH 2 ) ? -G-R 6 
R 5 



771 ci-^y~CH 2 - 2 2 1 



772 chhQ^- 



773 C 



781 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



774 

775 CI-^Q- 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



776 c 



777 C 



-o- 
-o- 



CH 2 - 2 2 1 



778 Ci 



ch 2 - 2 2 1 



!-^Q)-ch 2 - 2 2 1 



779 ci-<(~^ch 2 - 2 2 



780 c, -i>~ CH2 " 2 2 1 



Ch-<(~)-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 
CH 3 

CH 3 H °^(CH 3 > 3 
L 3 H SA ^CH 3 




-?-^r c -0 

CH 3 

CH O / N °2 

-?-^ c -o 

CH 3 

CH 3 H 
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Table 1.72 



Compd. R V(CH 2 )- k m n chirality R» -(CHgA 
No. Fr ^ 5 



-Q6 



782 c 



CH 2 - 2 2 



783 Ch-4>-CH 2 - 2 2 



784 c 



785 Ct-<7>- 



ch 2 - 2 2 



CH 2 - 2 2 



786 Ct-^Q>-CH 2 - 2 2 



787 ch^Q^ 

788 C!-^Q>- 

789 Ch^Q^- 

790 Ch-<Q>- 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



CH,- 2 2 



791 ci 



ch 2 - 2 2 



792 ch\>-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) r f-(CH 2 ) r G-R 
R 



CH 3 



OCH 3 



CH 3 



PCH 2 CH 3 



? H 3 p /==< 

-^-N-C-CH 2 -^_J> 
CH 3 



.CF 3 




,OCH 3 



? H 3 f? 
- ? -N-C- 

CH 3 OCH 3 
H 2 C CH 2 



H 2 C CH2 



CH-. 



75 

H2C CH 2 



— C — N- 
/\ H 
H2C— OH 2 



P 



PI 



H2 C CH 2 

7yK- c -A_> 

H 2 C CH 2 



H 2 C — CH 2 



OCF3 
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Table 1.73 



Compd. R S-(CH 2 )r k m n chirality 
No. R 



R 3 



-(CH a )pf-(CH 2 )q-G-R 
R s 



_ D 6 



793 Ci-<Q^-CH 2 - 2 2 1 



794 Ch-(~)- 



CH 2 - 2 2 1 



795 ci-£~)-ch 2 - 2 2 1 



796 chhQh 



CH 2 - 2 2 1 



797 C(-hQ^-CH 2 - 2 2 1 



798 oy-^y- 



CH 2 - 2 2 1 



799 c\-\ycH 2 - 2 2 1 



800 C| - H 0" CH 2 - 2 2 1 



801 CI-<>-CH 2 - 2 2 1 



»-o- 

802 CI^Q" 



CH 2 - 2 2 1 



803 q-<Qhch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P F 3 
F 



h 2 c — CH 2 

H 2 C CH 2 F 

7^-jr c -v> CF3 



H 2 C CH 2 




H 2 C CH 2 
H 2 C CH 2 



— C — N- 

/ \ H 
HaC^— CH 2 



SCH, 



C(CH 3 ) 3 




CH 3 
N0 2 - 



H 2 C — CH 2 



H 2 C CH 2 



H 2 C CH 2 



H 2 C CH 2 



,OCH 3 



H 2 C CH 2 



PCH 2 CH 3 
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Table 1.74 



9 3 



Compd. R V(CH 2 )- k m n chirality 
No. 



Ft 3 



-(CH 2 ) F t(CH 2 )j r G-R 
R 5 



-D6 



804 C 



*0 



CH 2 - 2 2 1 



805 chQ-cHj- 2 2 1 



806 cihQh-ch 2 - 2 2 1 



807 Ci-Q- 



808 c 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



809 CH-^j)-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



7V»" c ~ ct Hj' 



H?C CHp 



OCH 3 



H 2 C — CH 2 OCH 3 



H 2 C CH 2 

O H 

O 
O 

(CH 2 ) r C-NH 2 
O 



Br 



810 C 



CH 2 - 2 2 1 



H 



— CH-N-O 
T H 

(CH 2 ) 2 -p-NH 2 
O 




811 



81 



2 CMQ- 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



813 CH\>-CH 2 - 2 2 1 



814 C 



-o- 



CH 2 - 2 2 1 



H 



H 



H 



(C3H 2 ) r C-NH 2 
O 



9 



9" 

o 

9 



(CH 2 ) 2 -9-NH 2 
O 



SCH, 



-<j;h-n-c 

(CH 2 ) 2 -9~NH 2 

o 



/-CF 3 



O 



PCF 3 
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Table 1.75 



9 4 



R 1 

c °No pd ' R 3^~ (CH2)r k m n chiralit y 



~(CH 2 )pf- 



-d6 



^t7(CH 2 )^G-R 
R 



815 ch-£^-CH 2 - 2 2 1 

816 Ct-^Q^CH 2 - 2 2 1 



817 c 



818 Ci 



-o- 
-o 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



819 C>-^Q>-CH 2 - 2 2 1 



820 C 



CH 2 - 2 2 1 



821 Ci- 



ch 2 - 2 2 1 



822 C 



mQhch 2 - 2 2 1 



823 cmQh 



CH 2 - 2 2 1 



824 C\-^y-CH 2 - 2 2 1 

825 C\~-^y~CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9-T 

-CH-N-C-\ J> 
I H 
(CH 2 ) r C-NH2 F 

O 



O 



P^3 

F 



(CH 2 ) r C-NH2 
O 



(CH 2 ) r C-NH2 
O 



Br 



■k5 



PP3 



(CH 2 ) r C-NH2 CF 3 
O 



ff 



(CH 2 ) 2 -(p-NH 2 
O 



? 



N0 2 



-CH-(vhC-/ V-CI 



T H 

CH 2 OCH 3 



CH 2 OCH 3 

O H 

CH 2 OCH 3 

9 

-CH-NhO 

I H ~ ^C(CH 3 ) 3 
CH 2 OCH 3 




CH 2 OCH 3 (M 



Patent provided by Sughrus fttfeon ; PLLC - http://www.sughriie,com 



WO 01/10439 



PCT/JP00/05260 



9 5 



Table 1.7 6 



Compd. R \_( CH2 v_ k m n chjra |i ty 
No. Pr 



R 3 -(CHa^f-CCH^G-R 6 
FT 



826 cv~^)-OH 2 - 2 2 1 

827 Cf-<QH-cH 2 - 2 2 1 



828 C 



>-^Q^CH 2 - 2 2 1 



829 ci-^Q^ch 2 - 2 2 1 



830 ct-^~)-cn 2 - 2 2 1 



831 cr-<(~)-CH 2 - 2 2 1 

832 . ChH^-cH 2 - 2 2 1 



833 chQ- 

834 CMQ- 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



835 ct-{^y~CH 2 - 2 2 1 



836 C\-\ >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




CH 2 OCH 3 



CH 2 OCH 3 -F 

_< f H_ lt c_ w _F 

CH 2 OCH 3 
CH 2 OCH 3 
CH 2 OCH 3 



"T' 



CH 2 OCH 

P 



-(jj H- N- c-^^^^ CF 3 



CH 2 OCH 3 
— CH-N-C- 



5-0 



i' 

CH 2 OCH 
CH 2 OCH 3 



PH 3 
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Table 1.77 



nl 

Compd. >(CH 2 )r k m n chirality 
No. Pr 



R 3 



IChAch^g-r 

R 5 



_ D 6 



837 a-£^-CH 2 - 2 2 1 



838 C\-^y~CH 2 - 2 2 1 



839 Ci-^~^-CH 2 - 2 2 1 



840 Ch-\>-CH 2 - 2 2 1 



H 



H 



H 



CH 2 OCH 3 



5? 



CH 2 OCH 3 



,OCH 2 CH 3 



9 



,OC Hn 



- C H- N- C-^J^- O C H 3 
CH 2 OCH 3 OCH 3 

O 



H -(CH 2 ) 3 -C^Q> 



841 Cl-^^-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 -C-(3 



842 Ci-£~)-CH 2 - 2 2 1 



H -(CH 2 ) 2 -C-^^)-CI 



843 Cl-^Q>-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 -C-^ % ' 
H 3 C 




CH 3 



844 Or-Q- 



CH 2 - 2 2 1 



u 

H -(CH 2 ) 2 -C-^J)-CH, 



845. Ch-Qn 



CH,- 2 2 1 



u O 

H -(CH 2 ) 2 -C-<QKS-CH 3 



846 C\-^y~CH 2 - 2 2 1 



o 

H _ (C h 2 ) 2 -c-<(3-0-<C) 



847 Ci-C/-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 - 



o / 



OCH3 
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Table 1.78 



Compd. R V(CH 2 ) f 
No. Fr 



k m n chirality R 3 



848 ci-0-ch 2 - 2 2 1 



849 Ch-(}- 



CH 3 - 2 2 1 



850 Ci-Q~ CHa " 2 2 



851 c; 



mQ^-ch 2 - 2 2 1 



H 



H 



H 



~(CH 2 kT7 



p , , (CH^G-R 6 
R 5 



-(CH 2 ) 2 -C-^pHCH 3 
H 3 C 

O , OCH 3 
-(CH 2 ) 2 -C-^Q 

H 3 CO 
O 

s- 

6 



H -CH 2 -S^Q-CH 3 



9 /-< CF3 

— CH 2 - N-C-N-nf> 
H H \=/ 



852 >-CH 2 - 2 2 1 



- CH 2 - M-C - NH-/~V CF 3 
H H \=/ 



853 ci-<Q^CH 2 - 2 2 



H 



u 



854 ci-hQhch 2 - 2 2 1 



H 



-CHo 



o CH3 



855 ci-(3" CHa " 2 2 1 



H 



-CH 2 -N-C-NH\_/-CH 3 



856 ci-Qhch 2 - 2 2 1 



857 a-CJ-CHf 2 2 1 



H 



H 



o / -< C " CH3 



-CH 2 -^C-^"0 



858 ci~V>-ch 2 - 2 2 1 



H 



-ch 2 -n-c-m-{]}hoch3 
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Table 1.8 0 



Compd. R V(CH 2 ) r k m n chirality 
No. FT 



R 3 -(CH 2 )^(CH 2 ) r G-R 6 



870 c 



ch 2 - 2 2 1 



H 



H ^^W 



CH 3 



871 c 



-o- 



CH 2 - 2 2 1 



o 

H -CH 2 -N-S-<^^— (CH 2 ) 3 CH 3 



872 C 



-o- 



CH 2 - 2 2 1 



H 



- CH 2 - N- S-f> 



873 ci 



874 C 



-o- 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



-CH 2 -N-C-OCH 2 ^j> 



-CH-O- 
CH, 



875 



876 



<Q>-CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



-CH 2 -N-C-{3 
-CH 2 -£{-£hQ> 



877 nc 



-o 



CH 2 - 2 2 1 



H 



•CH 



878 



ch 2 - 2 2 1 



H 



-CH 2 - 



O , CF 3 



879 S-^kch 2 - 2 2 1 



H 



O v CF 3 
-CH 2 -M-C-Q> 



880 



O 0 



CH 2 - 



2 2 1 



H 



-CH 2 - 
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Table 1.8 1 



Compd. R S-(CH 2 )r k m n chirality 
No. Pr 



"(CH 2 )^-(CH 2 )5-G-R 
R 5 



-d6 



881 



Br 



CH 2 



2 2 1 



H 



o P F = 
-CH,-N-C-^J> 



882 



CH 2 - 



2 2 1 



■CH 



P F 3 



883 



ci 



CH 2 " 



2 2 1 



H 



CF, 



-CH 2 -t^C-^> 



884 



H 



9 /-< CF3 



o 

885 h 3 c-s-^_^ch 2 - 2 2 1 



H 



9 ^-< CF3 



886 f-Q~ 



CH,- 2 2 1 



H 



-CH 2 - 



O , CF 3 



887 p3C-{j^CH r 2 2 1 



H 



888 HO-^]jHCH 2 - 2 2 1 



H 



-CH 



o 



889 Q-O" 0 " 2 " 2 2 1 



-CH, 



o F f i 



890 



2 2 1 



H 



•CH 



o , CF > 



891 



ci 



2 2 1 



H 



-CH 2 - 
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Table 1.82 



10 1 



Compd. \_(ch 2 )- k m n chirality 
No. R 



-(CH 2 )i(CH 2 )q-G-R 
R 5 



-o6 



892 



H 3 CO 



CH 2 - 



2 2 1 



H 



-CH 



893 



° 2N W 

0~ CH2 " 



2 2 1 



H 



O 

-CH 2 -N-C-^ 



894 



895 



HO CH 3 



H 3 C-^~^ 



ch 2 - 2 2 1 

CH 3 



O 



(CH 2 ) 2 



2 2 1 



H 



9 ^< CF3 

-CH 2 -rfC^Q 

9 ^ CF3 

-CH 2 -N-C-Q> 



CN 

396 /H-ch,- 2 2 1 



1>< 



H 



-CH 2 - 



897 



H0 2 C 

>=\ 2 2 1 



H 



9 r-i F3 

-CH 2 -N-C^Q> 



898 ho 2 c 



_Q-CH 2 - 2 2 1 



H 



•CH; 



° W CF3 



899 



OCH 3 
(^CH 2 - 



2 2 1 



H 



9 ^ 
-ch 2 -n-c^Q 



900 h 3 co 2 c-(~)-ch 2 - 2 2 1 



H 



901 



902 



P 

0 2 N 
OoN 



2 2 1 



ch 2 - 2 2 1 



H 



H 



-CH 2 - 



-CH 2 -£C-<3 
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Table 1.8 3 



1 B 
Compd. R \_ (C H 2 ) r k m n chirality R 3 ~(CH 2 )A-(CH 2 )^G-R 6 
No. Pr r 5 



903 



V_^ CH2 " 2 2 1 - H .ch^S-Q 

OCH 3 H 

HO O / CF3 

904 £>CH 2 - 2 2 1 - H .c^N-C-Q 



905 



906 



907 



910 



911 



Q 2 



908 Wh >=, 2 2 1 

-ou- 



o 



909 /-Vr^^rVcH,- 2 2 1 - H 



o P F > 



,CF 3 



CF 3 



{^-(CH 2 } 3 - 2 2 1 - H _ CH2 _^?_^ 

2 2 1 h -ch^LtS 

^_^-CH(CH 2 ) 2 - H \=/ 



C^"CH 2 - 2 2 1 - H -CH 2 -^?^ 



^-CH 2 - 2 2 1 - H 

8r W o / CF3 

912 0"CH 2 - 2 2 1 - H _ CHa _^£_<0 

Br 

913 h 3 co-^_Jhch 2 - 2 2 1 - h _ CH2 _^c^Q> 
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Table 1.84 

. _ __ 

Co ™P d - ">-(CH 2 ) r k m n chirality R 3 -(C^^CCH^G-R 6 



915 



917 



918 HjCOjC-CHj-O-CH,- 2 2 1 " H 



919 



920 



922 >-CH 2 - 2 2 1 



923 



No. Rr H pjS 

O f F * 

914 Q^ch j0 -Q-ch 2 - 2 2 1 H _ C h 2 -£-c-<Q> 



<Q-CHCH 2 - 2 2 1 H _ C h 2 _n_£_^ 



O > CF 3 



91 6 • 0~ CHz ~ 2 2 1- H _ C h 2 _n-c-^) 



0"CH 2 - 2 2 1- H _ C h 2 -m-chQ> 



, CF => 

• «" fi — ; 

-CH 2 - 



O P 



H 3 C -0~ CH2_ 2 2 1 - h _ CH2 _^iLr^ 

OCF 3 O / CF3 

^-CH 2 - 2 2 1 - H _CH 2 -.C-^ 

921 C^>ch 2 - 2 2 1 - H _ CH2 .^?_^ 



9 w CF3 

H -CH 2 -N-C-<^J> 

221- h _ CHrN .t-0 

*° • n , CF 3 
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Table 1.85 



Compd. R V- (CI _i 2 ) r 
No. FT ' 



k m n chirality R 3 



~(CH 2 )p^ 
R- 



p /== . 

925 H 2 u-c\J-CH 2 - 2 2 1 



H 



926 o- cHe -Q~ cHa ~ 2 2 1 



9 

— CHjrN-C 



927 



2 2 1 



H 



_ CHr .^ c ^Q 



928 F 3 CO-<( >-CH 2 - 2 2 1 



H 



P _M CF3 



929 H 3 CS-<Q>-CH 2 - 2 2 1 



H 



-CHj-N-C-^J 



930 



CH 3 
Q-CH 2 - 



2 2 1 



H 



^ CF3 
_ CH2 _M_ C _^J 



931 



NC 



Q-CH 2 - 



2 2 1 



H 



P 



.CF 3 



932 



N0 2 



2 2 1 



H 



CH 

933 Q-ChA- 2 2 1 



H 



f? 



— CHj-N-C 



,CF 3 



934 



£)-CH 2 - 



2 2 1 



H 



935 



Q^CH 2 - 



2 2 1 



ff 

-CH^-NhC- 
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Table 1.86 



Compd. r V^ (C h 2 v- 
No. Pr ' 



k m n chirality R 3 



•(CHs^^H^G-R 6 
R 5 



936 



no 2 
0" CHa " 



2 2 1 



9 



CF 3 



937 (h 3 c) 2 n-\>-ch 2 - 2 2 1 



H 



-CH 2 -f^C-f ^ 



H \=/ 



938 



CH-^^CH 2 - 



2 2 1 



H 



939 



Ch \_/ _CH2_ 



2 2 1 



H 



-CHj-N-C-^J) 



940 



Q^CH 2 - 



2 2 1 



H 



,CF 3 



941 



F 3 Q 

>=v 2 2 1 



H 



,CF 3 



942 C 



l-^^-CH 2 - 2 2 1 



H 



-CH-N-C-<f^> 
I H W 
CH(CH 3 ) 2 CF 3 



943 ci-<Q>-ch 2 - 



1 4 0 



H 



9 



. CH2 _^ C _^Q 



944 Ch-^~^-CH 2 - 1 4 0 



945 Ct-^^-CH 2 - 14 0 



H 



H 



-CH 



9 ^ CHa 

9 ' N ° 2 



946 Cl-<>-CH 2 - 1 4 0 



H 



-(CH 2 ). 
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Table 1.8 7 



Compd. R S-( CH2 v_ k m n chirality 
No. R 2 



R 4 
R 5 



"^^^(C^^G-R 6 



947 cmQ>-CH 2 - 1 4 0 



H 



P 

-c- 

H x — 



OCH- 



-(CH 2 ) 2 -NFC— f V-OCH 3 



948 Ch-^(~J~ CH 2~ 1 4 0 



H 



-(CH 



949 ci-\>-ch 2 - 1 4 0 



H 



(CH 2 ) 3 -C-N-CH 2 -<^ 



950 Ch-^)"CH 2 - 0 4 1 



H 



-CH 2 -N-C-£3 



951 C 



^Qhch 2 - 12 0 R 



H 



-CH^N-C-f^^-O-C- CH 3 



952 ChA /-CH 2 - 



12 0 R 



H 



-CH 2 -N-C-<^^h-N(CH 3 ) 2 



953 CI-^(~)~CH 2 - 1 2 0 



R 



H 



p 



-(CH 2 )a- N- C-^^-N(C H 3 ) 2 



954 Cl-^^-CH a - 1 2 0 



955 ci-<Q>-CH 2 



12 0 R 



956 Ch-<(~)-CH 2 - 1 2 ° 



H 



H 



R H 



H3C-NH 
H3C-NH 

-(CH 2 ) 2 -NHC-^p> 
HO 



957 cm(^ CH2 " 1 2 0 R 



H 



I? 

— CHr-N-O 
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Table 1.88 



Compd. 
No. 


">(CH 2 ) r 


k 


m 


n 


chirality 


R 3 


(CH 2 )i(CH 2 )^G R 6 
R 3 


958 


ci-hQkch 2 - 


1 


2 


0 


R 


H 


-(CH^g-N-C-^J 


959 


c| -0~ ch2 " 


1 


2 


0 


R 


H 


-CH2-N-C-/ - \-W-C-CH 3 
H \=/ H 


960 


C ^0" CH 2" 


1 


2 


0 


R 


H 


o o 

-(CH 2 ) r N-C-Q-j|C- CH 3 


961 




1 


2 


0 


R 


H 


— CHs-N-C-^y- N-C H 3 


962 


Cl-^Q^CH 2 - 


1 


2 


0 


R 


H 


-(CH 2 )2-N-C-Q^N-CH3 


963 


CI-<C)-CH 2 - 


1 


2 


0 


R 


H 


-(CH 2 )2-N-C-^Q^OH 


964 


C| -0" CH2_ 


1 


2 


0 


R 


H 


-CH2-N-C-^^-C0 2 CH3 


965 


CI-^~)>-CH 2 - 


1 


2 


0 


R 


H 


O 

-(CH 2 )2-N-C-^^— CXI 2 CH 3 


966 




1 


2 


0 


R 


H 


-CH2-N-C-<Q>-C-CH3 


967 




1 


2 


0 


R 


H 


-(CH 2 ) 2 -N-C-^ = Jh-C-CH 3 


968 


CI-^^-CH 2 - 


i 


2 


0 


R 


H 


-CHy-N-C-^^NH 
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Table 1.8 9 



Compd. R1 >-(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



969 ci-(~)-ch 2 - 12 0 R 



H 



-d6 



"(CH 2 ) r f 7 (CH 2 ) T G-R 
R 5 



-(CH 2 )2-N-G 



970 Ch-Q-ov 12 0 R 



H 



-CH^C-Q 



971 C 



l-^-CHa- 12 0 R 



H 



-(CH 2 ) 2 - 



N(CH 3 ) 2 



972 Ci 



t-(~)-CH 2 - 12 0 R 



H 



-CHf-N-O-^) 



973 ct^(~^-CH 2 - 1 2 0 



H 



p , NH 2 

-(CH 2 )g-N-C-£j) 



974 CI— <Q>-CH 2 - 



12 0 R 



H 



P 



- C H 2- N- C-<^^>- N H 2 



975 Ch-Q- 



CH,- 12 0 R 



P 



H -(CH 2 ) r N-0-Q-NH 



976 CI-hQh-CH 2 - 1 2 0 



977 C>-<Q- 



CH 2 - 12 0 R 



H 



H 



-(CH 2 )2-N-C-hQ> 



978 C-hQ- 



ch 2 - 12 0 R 



H 



9 

-CHs-hJ-C-^^NH 



979 ct-C~}-CH 2 - 12 0 R 



H 



-(CH 2 )z-N-C 



P ; 
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Table 1.90 



Compd. R S-(CH 2 )r 
No. 21 



k m n chirality R 3 



-(CHa^CCH^G-R 6 
R 



980 ct-^j>-CH 2 - 12 0 R 



981 ci-<Q>-ch 2 - 12 0 R 



982 Ct-<Q^CH 2 - 1 2 0 



983 Ct~^y~CH 2 - 1 2 0 R 



R 



H 



H 



H 



H 



9 

0 HN-C-CH 3 

-CHa-N-C-/? 
H \=/ 



-(CH 2 )j-N-C-H^ 
P 

— CH2- N-C 

(H 3 C) 2 N 

P 



P 

H N- O CH 3 



-(CH 2 ) 2 - 



(H 3 C) 2 N 



984 Cl-£^-CH 2 - 12 0 R 



H 



— CH^N-C-^^— CH 2 OH 



985 ci-^~^>- 



CH 2 - 12 0 R 



H 



P 



-(CH 2 )2-fj-C-<^^— CH 2 OH 



986 



987 



6 

Qkcw-ch 2 - 

6 



12 0 R 



2 2 1 



H 



H 



_ch 2 -^ c -h(J 

p /-< CF3 

-CH 2 -N-C-Q> 



988 ci— 



CH 2 - 1 4 0 



H 



989 c\-^y~CH 2 - 1 4 0 



H 



P 



-CH 2 -N-C-OCH 2 -<Q> 



990 Ct-i >-CH 2 - 1 4 0 



H 



P 
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Table 1.9 1 



Compd. R S-(CH 2 )r k m n chirality 
No. R 



R 3 



-(CH 2 )^(CH 2 )5-G-R 6 
R 



991 c 



h{>CH f 1 4 0 



H 



-(CH 2 ) 2 - 



9 y-v 



992 Ci 



mQ-ch 2 - 1 4 ° 



H 



9 



OCH 3 



-(CH 2 ) 2 -C^ >-OCH 3 



993 C 



mQ^CH 2 - 1 4 0 



H 



-(CH 2 )2-C-<j> 
H 3 C 



994 CI-£}-CH 2 - 1 4 0 



H 



9 y-v 
-(CH 2 )3-C-^_J> 



995 C! 



CH 2 - 



1 4 0 



H 



9 y=\ 
-(CH 2 )3-C-^J-OCH 3 



996 C 



CH 2 - 



1 4 0 



H 



9 ,*< CH ' 



-(CH 2 )3-C-N-^_J> 



997 Ch-^(~)-CH 2 - 2 2 1 

998 Ci-<^-CH 2 - 2 2 1 

999 Ci— (~)-CH 2 - 2 2 1 
1000 chH^~)-CH 2 - 2 2 1 



1001 C1-hO~ CH2 " 2 2 1 



H 



H 



H 



H 



H 



CH 2 CH(CH 3 ) 2 

9/=f 
CH 2 CH(CH3) 2 



CH 2 CH(CH3) 2 
CHjCKCHafe 



,CH 3 



CHoCHtCKjJs ' 



f OCH 2 CH 3 
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111 



Compd. R ^ (CH2 ) r k m n chira | ity 
No. Pr 



R 



-06 



-(CH 2 )p-h-(CH 2 )q-G-R 
R 5 



1002 ct-\ >-ch 2 - 2 2 1 



003 Or\_J- 



1 004 ci- 



-o 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



1005 ci— (^j>-CH 2 - 2 2 1 



1 006 Ci- 



CH 2 - 2 2 1 



1007 C 



1008 C 



-O- 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



1009 Cf-^(~)-CH 2 ~ 2 2 1 



1010 crO~ 



CH 2 - 2 2 1 



1011 cH^>-ch 2 - 2 2 1 



1012 o-Q-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 /=< OCF3 

CHjCKCHjfe 



O CH 2 CH3 

CH 2 CH(CH,) 2 

O / OCH3 

CH 2 CH(CH3)2 O ch 3 
O z' 00 ^ 

CH 2 CH(Cl-b) 2 OCH 3 

OCH2CH3 



^ OCH2CH 3 
C-H^Jh~OCH 2 CH 3 



CH 2 CH(CH 3 ) 2 

0 OCbfeCH 3 

— cj:h- r^c-H^"^>— oc h 2 c h 3 

CH 2 CH(CH3) 2 OCH2CH3 

(CH 2 ) 2 -£~NH 2 
O 

CCH 3 
P /=< 

(CH 2 )2HJ-NH 2 
O 



OCH 2 CH 3 



(CH 2 )2HJ-NH 2 
O 

J CH 2 CH 3 

(CH 2 )zHj-NH 2 
O 

(CH 2 )?HJ-NH 2 OCH 3 
O 
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1 1 2 



Compd. R '^(CH 2 ) r 
No. FT 21 



k m n chirality 



"(CH 2 ) F f-(CH 2 )q-G-R 6 
R 5 



1013 c 



mQ^CH 2 - 2 2 1 



1014 CI- 



1015 c*-^~y~ 



CH,- 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



O , OCH 3 



"f^H* 0 CCH3 
(CH 2 )2Hf-NH2 OCH 3 
O 

Q OCH 2 CH 3 



— <j:H-NJ-C~<^ ^-OCH 2 CH 3 
(CH 2 )2-<J-NH2 

o 

0 OCH 2 CH 3 
II /=\ 



— yH-N-C-^^>— OCH2CH 3 
(CH2)2-^-NH 2 OCH 2 CH 3 

o 



1016 a-£)~CH 2 - 2 2 0 



H 



PF 3 



1017 ChH^-CH 2 - 2 2 0 



H 



1018 C^O^ 



CH 2 - 2 2 1 



H 



-ch-n-c-^Jk 



PCH 2 CH 3 
OCH 2 CH 3 



1019 Ci-^j)- 



1020 ci-hQ- 



CH,- 2 2 1 



CH 2 - 2 2 1 



H 



H 



' OCH 2 CH 3 



-CH 2 -r^c--^^ 

och 2 ch 3 

PC H 2 C H 3 



- C . 2 - N-C— ^J-OC H 3 



1021 c 



CHo- 2 2 1 



1022 cmQh 



1 023 a 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



H 



H 



H 



-CH 2 -N}-CH0 
F 3 CCH 2 Q 



,OCH 2 CF 3 



OCH 3 



-CH-Nf-C-Q 
CH 3 QCH 3 



-CH-NfC-^) 

CHn 



PH2CH3 
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Table 1.94 

Co N ^ pd - "i>-( CH 2)r km n chirality R 3 -(CH 2 )^-(CH 2 ) T G-R S 



( s) 9 P CH 3 

1024 Ct-^y-CH 2 - 2 2 1 H -CH-N-C-^3-OCH 3 



CH 3 OCH 3 



(S) 9 PCH 2 CH 3 

025 CI— < (~) H -CH 2 - 2 2 1 - H -CK-^-C-h^J>-OCH 2 CH3 



CH 



'3 



1029 ci-^}-ch 2 - 2 2 1- h -?^c-C5 



1026 CI-^^-CH 2 - 2 2 1 - H -CH-N-C-^^3-OCH 2 CH 3 

CH 3 OCH 2 CH 3 

(S) 9 / OCH 2 CH 3 

1027 ci-^(~)-ch 2 - 2 2 1 - h -^h-n-c-^J-och 3 

CH 3 

1028 cf-^_y-CH 2 - 2 2 1 - H ~ CH "ff c ~\=/ 

CH 3 OCH 2 CF 3 
(s) ? H OCH 2 CH 3 

CH 3 - 

1030 Cr-^J>-CH 2 - 2 2 1 - H -f^H -0 \=/ 

CH 3 

/-x (s > ^° 0H3 

1031 CH-^_y-CH 2 - 2 2 1 H "f^T 0 ~~W 

CH 3 

1032 Ct-\_yCH 2 - 2 2 1 - H -CH-N-C 

CH 3 OCH3 

9CHpCHn 

1033 Ct-\_)-CH 2 - 2 2 1 H ~? H_ ff c -\ = ) 

CH 3 

rs OCH3 

1034 Cf-^J-CH 2 - 2 2 1 H -CH-^C-^y-OCH 3 

CH 3 OCH 3 
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Table 1.95 



Compd. R S_(CH 2 ) r k m n chirality R 3 -(Cl^b-f-CCHs^G-R 6 

No. Pi K R 5 



1041 CY 



045 Ch-^jHCH 2 - 2 2 1 



,OCH,CH 3 

1035 ci-<Q-ch 2 - 2 2 1 H -C^N-C-H( = )-OCH 2 CH3 



CH 3 

OCH 2 CH 3 



1036 C\-\J- CH 2 - 2 2 1 H -C^N-C^>-OCH 2 CH3 



CH 3 OCH 2 CH 3 
OCH 2 CH 3 



1037 . Ct -^Q^-CH 2 - 2 2 1 - H .-pH-M-C-Q^OCH, 



CH 3 

C F3 



1038 ci-\J-ch 2 - 2 2 1 H -f^A^ 



CH 3 OCH 2 CF 3 
pCH 2 CH 3 



1039 c^Qhch 2 - 2 2 1- H -?^ c "0 

CH 3 

P CF 3 

H -CH-N-C-f > 

i H x=/ 



1040 ChH^J^CH 2 - 2 2 1 H 
:h-^>CH 2 - 2 2 1 H 



OCH3 



CH 3 

Br 



1042 Ct^(~)~CH 2 - 2 2 1 

1043 Cr^Q-CH 2 - 2 2 1 H - CH 2 -ft^~0 



H 2 N 

CI 



H 2 N 



10 44 cH^ CH2 ~ 2 2 1 H -CH 2 - 



-CH 2 -f^C-Hf\ 



H )=/ 
H 2 N 

£ P CH 3 



H ~* CH 2-[t C - H ^ 
H 2 N 
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Table 1.96 

C °No Pd ' r2^" (CH2) '~ k m n chirality R 3 -(CH 2 ^|j(CH 2 )^G-R 6 



1 046 ci 



9 / Cl 

^}-CH 2 - 2 2 1 - H - CH 2-ft C -0 



H >=< 
H 2 N CI 



1047 O-O-CHf 2 2 1 - H -CH 2 -N-C-^> 



H >=( 
H 2 N CH 3 

r> PCH 3 



1048 Ct-^Q>-CH 2 -. 2 2 1 - H -CH 2 -N-C-Q^-OCH 3 

H 2 N OCH 3 

1049 Cl-£~)-CH 2 - 2 2 1 H - CH 2-N-C-0 



H >==< 
H 2 N Br 

(s) 9 pCH3 



1050 Cr-^Qn-CH,- 2 2 1 - H -f^tf" 0- ^ 



[051 ct-Q^-CH 2 - 2 2 1 - H -^h-n-c-^ 



CH 2 CH(CH 3 ) 2 OCH 3 

(S) ff ' CHzCH3 

CH 2 CH(CH 3 ) 2 

OCH3 



1052 Cr~<(~)-CH 2 - 2 2 1 - H -CH-N-C-< >-OCH 3 




CH 2 CH(CH3) 2 OCH 3 

OCH 2 CH 3 



1053 CI-Q-CHz- 2 2 1 - H -CH-N-C-^_)-OCH 2 CH 3 



I H 

CH 2 CH(CH 3 ) 2 

- OCH 2 CH 3 



1054 Cf-Q-CH 2 - 2 2 1 H -CH-N-C-^>-OCH 2 CH- 




CH 2 CH(CH3) 2 OCH 2 CH 3 

OCH 2 CH 3 
(S) 9 ' ' 
OCH 3 



1055 CMQhCH 2 - 2 2 1 H -^n- c - < w^ 

CH 2 CH(CH 3 ) 2 

(S) 9 9£^2 CF 3 

1056 CI-hQ-CH 2 - 2 2 1 H -CH-^C-iQ 

CH 2 CH(CH 3 ) 2 OCH 2 CF 3 
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Table 1.97 



Compd. R^-(CH 2 ) r k m n chirality R 3 



-(CH 2 )^-(CH 2 )^G-R 6 
R 



1057 ci 



CH 2 - 2 2 1 



1058 Ci-^}-CH 2 - 2 2 1 

1059 Ct-<3>-CH 2 - 2 2 1 



1060 Ci-{3~ CH2 ~ 2 2 1 



1061 CI-hC>-ch 2 - 2 2 1 



1062 Ct-\ >-CH 2 - 2 2 1 



1 063 



CH 2 - 2 2 1 



1064 C 



■~Q-CH 2 - 2 2 1 



1065 cr-{~)-CH 2 - 2 2 1 

1066 Ci-<(3-CH 2 - 2 2 1 



1067 Ct-<>-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



OCH 2 CH 3 
-CH-M-C-^J* 
CH2C H(C H3)2 

< a Vi OCHa 

-f H -K-°-0 

CH 2 CH(CH 3 ) 2 

CH 2 CH(CH 3 } 2 

-CH-f^C-/ V-OCH3 
1 H \=/ 

CH 2 CH(CH 3 ) 2 

— Ct-HN-C-^_^ 

CH 2 CH(CH 3 } 2 OCH 2 CF 3 
■ OCH 2 CH 3 

CH 2 CH(CH 3 ) 2 

^ P CH 3 



CH 2 CH(CH 3 ) 2 

O P CF 3 

CH 2 CH(CH3) 2 



OCH 3 



CH 2 CH(CH 3 ) 2 OCH 



— CH-N-O 



CH 2 CH(CH 3 ) 2 



'3 

CH2CH 3 



-QH-^C-^V-0CH 3 
CH 2 CH(CH 3 ) 2 OCH 3 
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117 



Compd. R S-(CH 2 )r k m n chirality 
No. FT 



R 3 



-(CH 2 J-(CH 2 )^G-R 



-06 



1068 ci-^jHCH 2 - 2 2 

1069 ct-^y-C» 2 - 2 2 



1070 C, - < C} - 



CH 2 - 2 2 1 



1071 C\-i >-CH 2 - 2 2 1 



1072 Ch-4>-CH 2 - 2 2 1 



1073 Ci ~G~ 



CH 2 - 2 2 1 



1074 c^i}-CH 2 - 2 2 1 



1075 ci-^(~}-CH 2 - 2 2 1 

1076 C!-hQ»-CH 2 - 2 2 1 



1077 CI-h(~j>-CH 2 - 2 2 



1078 Ch-<>-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(fl, OCH 2 CH 3 
-CH-NhC-(^^-OCH 2 CH3 



CH 2 CH(CH3) 2 



(A) ff 



,OCH2CH 3 



— CH-N-C — — OCH 2 CH 3 
CH 2 CH(CH 3 ) 2 OCH 2 CH 3 
,SCH) 



-CjH-N-C-4 j 
CHj.OCHj-^ 

-| H -|t {5 -CO 

CH;,0 CH,-^~) 



9 



H 

CH 2 0 CH 2 - 



CH 3 



C(CH 3 )3 



CH, 



- CK- H- C- 
l H 



O V 3 




CH 2 OCH2-\ J 



-CH-N- 
I H 



CH 2 Q CH,- 



OCF-, 



-CH- 
CH 2 0 CH 2 - 



NO, 



j H 
CH 2 OCH 2 H^^> 

CH 2 OCH 2 -<Q) 

CH 2 OCH2Y~~)> 
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Table 1.99 



Compd. Rt ^(CH 2 )- k m n chirality 



No. R 



1079 ct-^Q>-CH 2 - 2 2 1 



1080 c 



( -hQ-ch 2 - 2 2 1 



1081 C 



1082 C 



<-0~ 



CH 2 - 2 2 1 



ch,-' 2 2 1 



1083 ci-V}-CH 2 - 2 2 1 



1084 CI— 4, /-.CHaf 



12 0 R 



1085 ci-<(~)-ch 2 - 12 0 R 



R 3 -(CH 2 )^-(CH 2 )q-G-R 
R 5 



-q6 



H 



H 



H 



H 



H 



H 



H 



CH 3 



CH 2 OCH z -\ 



| H \==/ 
CH 2 OCH 2 H^~^ 



5? 

dH 2 OCH2- 



OCH 2 CH 3 



OCH 3 



rocH 3 



| H 

CH 3 



K3 



) H 



CH 3 



-CH,-N-C-^_> 
H 2 N 

-CH.-N-C-^} 
H 2 N 



1086 Cl-Q-CHar 1 2 0 



R 



1087 C\-f~\-CH 2 - 12 0 R 



H 



H 



— CH 2 — N-O 

H 2 N 



-CH 2 — N-O 



I- 

9 



1088 ci-^^-CH 2 - 1 2 0 



R 



H 



1089 ci-^j)-ch 2 - 



12 0 R 



H 



-CH, 



H 



Patent provided by Sughrus fttfeon ; PLLC - iittp://www.sughrue,com 



WO 01/10439 PCT/JP00/05260 

119 

Table 1.100 

C °Nc!> Pd " tf^~ [CHz)r k m n chirality R 3 ~(CH 2 )^(CH 2 )q-G-R 6 

OCH 2 CH 3 

1090 Ct\_y-CH 2 - 1 2 0 R H _ CHf .N.g_^ 

CI 



1091 C 



f-^)-CH 2 - 1 2 0 R H -CH 2 CH 2 -N-C-^^> 



H )=/ 
H 2 N 

9 N °' 



1092 Cph(~)hch 2 - 1 2 0 R H -ch 2 ch 2 -^c-h^ 



H >=/ 
H 2 N 



1093 ci-Qhch 2 - 1 2 0 R h -ch 2 ch 2 -^c^Q> 



H 2 N 



1094 Ch-^-CH 2 - 1 2 0 R H -CH 2 CH 2 -^c-^pQ 

H 

1095 Ct-\J^CH 2 - 1 2 0 R H -CHaCH^N-Q-^y 

1096 ci-0-ch 2 - 1 2 0 R H -CH 2 CH^^cHpQT 

H 

O OCH 2 CH3 

1097 a-^~}-CH 2 - 1 2 0 R H -ch.ch^c^Q 



1098 cmQkch 2 - 1 2 0 R h -cHr-N-o 



.Br 



1099 Cr-<Q^CH 2 - 1 2 0 R H -CHr-^C-fy-F 



CH 3 



H \=/ 

CI 



1100 CI^Q-CH,- 1 2 0 R H ^ CH _^^H^ F 
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Table 1.101 



Compd. R ^-( C H 2 ) r k m n chirality 
No. FT 



R 3 -(CHafe^- 



1101 Ct-V />-CH 



12 0 R 



H 



-p i 5 (CH^G-R 
R 



6 



-CHz-NJ-C-^J-CHa 



1102 C 



!-(")- CH 2 - 12 0 R 



H 



ff / CH 3 

- C H 2 - M- C-<^J)— N O 



1103 



H 3 C-<Q>-CH 2 - 12 0 R 



H 



9 



Br 



-CH 2 -N-C-/ V CH 3 
H 



1104 H 3 C^>-CH 2 -^ 12 0 R 



H 



-CH 



1105 h 3 c-<>-ch 2 - 12 0 R 



H 



-CH 2 -N-C-^J)-l 



1 1 06 H 3 C-<(^-CH 2 - 



12 0 R 



H 



9 



-CH 2 -f^C-f V CH 3 
H 



1107 



CH 2 - 12 0 R 



H 



— CH 2 — N-C— f V-N0 2 



1108 



1109 



1110 



1111 



CH 3 

^h-ch 2 - 12 0 R 

CH 3 
CH 3 

0~CH*-. 12 0 R 



CH 3 
CH 3 



ch 2 - 12 0 R 



CH 3 
pH 3 



CH 3 



12 0 R 



H 



H 



H 



H 



-CHjr-N-C-^J-F 



9 



-CH 2 -N-C- w 



f \ — F 



9 



-CH 2 -N-C- 



^ V C H 3 
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Table 1.102 



Compd. R ^ (C H 2 ) r k m n chirality R 3 -(CH 2 )p-l— (CH 2 )^G-R 
No. R r:> 



1112 



S-Q6 



CH 3 
CH 3 



12 0 R 



1113 Ch-i y-CH 2 - 2 2 1 



H 



H 



P 



CH 3 



-CH 2 -N-C-<^ V-N0 2 
■ H \=/ 



-CH 2 - N-C-^JH- CH 3 



1114 Ch-(~)-CH r 2 2 1 



H 



? 



Br 



*" H 



115 Cr-^^-CH 2 - 2 2 1 



H 



9 



CI 



1116 C ^W^ CH2 " 2 2 1 



H 



-CH 2 — N-C—f V-CH 3 



1117 CH-4 >-CH 2 - 2 2 1 



1118 Q^h 



4r 1 2 0 R 



H 



H 



ff /-< CH3 
-CH 2 -N-C-^J^-N0 2 



-ch 2 - 



1119 H 3 CS-H^~^-CH 2 - 



1 120 



1 121 



H3C0 



0CH3 

H 3 Q_ 
°2 N - \ / CH 2~ 



12 0 R 



CH 2 - 12 0 R 



12 0 R 



H 



H 



H 



-CH 2 - 



9 

-CH 2 -N-0 



-CH 2 -N-C-<_) 



H3C_ 

1122 (H>C) 2 CH-H^-cHr 

CH(CH 3 ) 2 



12 0 R 



H 



•CH 
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Table 1.1 03 



Compd. r S_ (C h 2 ) k m p chirality 

No. 



R 3 -(CH 2 )^-(CH 2 ^-G-R 6 
R 5 



/""O" - CH2 ~ 



1123 (_J-( "" 2 12 0 R 



H 



1 124 



1 125 



o 2 



\J"CH 2 - 1 2 0 R 



Ci-^^-CH 2 - 2 2 1 



1126 chhQ>-ch 2 - 2 2 



H 



H 



H 



. CH2 _^_£j> 

-CH-N-O-f VC! 
| H 

CH 2 OCH 2 -<Q> 



CF 3 



~ CH-N- C—^ ^— B r 



CH 2 Q CH 2 - 



1127 Ch-^^-CH 2 - 2 2 1 



1128 C ^-^0~ CH2 ~ 2 2 1 

1129 Ch^[)^CH 2 - 2 2 1 

1130 cHQh-CH 2 - 2 2 1 



1131 Ch-^)-CH 2 - 2 2 1 



1132 CMQK 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



9 

-CH-N-C- 

I H 

CH 2 OCH 



NH 



-CH-M- 

I H . W. 



CH 2 OCH 2 - 



I H W 



Br 



CH. 



| H \=/ 



CI 



CH 2 OCH 2 



CH 2 0 CH 2 H^ 



h 3 co 

1133 /=\ ~, 12 0 R 



H 
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Table 1.104 



nt 

Compd. \- (CH v_ k m n ch j ra! j ty 
No. R 



R 3 ~(CH 2 )^-(CH 2 )5-G-R 



:-q6 



H 3 CC 

1134 H 3 CO-\J)-CH 2 - 
H 3 CO 



1135 



1136 



1137 



1138 



£^>-ch 2 - 

N0 2 




H 3 Cd 



C^^CH 2 - 
Br 



3>- 



CH 2 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CH 2 - 



-CH 2 



-CH-N-C^J) 



-CH. 



o cp3 



9 



-ch 2 — rj-c- 



P F 3 



1139 <Q^(CH 2 ) 2 - 12 0 R 



H 



-ch 2 -n-c-Q> 



1140 



1141 



o 2 rj 



CH 2 - 12 0 R 



0 2 N 



1142 / 



12 0 R 



h£>-ch 2 - 12 0 R 



H 



H 



9 

-CH 2 — l^-C- 



9 



pp 3 



-CHj-M-C-^J 



^ CF3 

-CH 2 -N-C— ^ v ' 



1 144 



0< 



1143 ^""*}-v 1 2 0 R 



H 3 cq 
H 3 CO 



CH,- 12 0 R 



H 



9 

-CH 2 -N-C 



-c^-fj-c-O 
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Table 1.105 



Compd. R S- (CH2)j _ k m n chirality R 3 -(CH 2 J-(CH 2 k-G-R 6 
No. R 5 

H 3 CO 

1145 H 3 CO-hQ)-CH 2 - 
N0 2 



12 0 R 



1146 0~ CHja ~0 _CH ^ 12 0 R 



1147 ^c-c-n-O-ch^ 12 0 R 



1 148 



1 149 



1 150 



1 151 



1 152 



1 153 



1 154 



1 155 




CH 2 - 



CH 3 

CH 3 
CH 3 

CH 3 



CH 3 

CH 3 
CH 3 

CH 3 

-CH 2 - 
CH 3 

CH 3 
CH 3 

j^CH 2 - 

CHo 



Vri 3 




12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 - 



__ CH 2-[t C -0 

_ CH2 _^ C _^ 



-CH 2 -N-C-f N > 



CF 3 



H \=/ 



-CH 2 -M-C-H^> 



OCH 2 CH 3 



-CH 2 -N-C-^ 



,CH 2 C H 3 



-cH 2 -^?-YpQr F 

H 



-CH 2 -N-C-CH 2 - 



-CH 2 



9 /w CH = 
-ch 2 -^c-^t 

F 3 C 
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Table 1.1 06 



n1 

Compd. n \_ (CH2 v_ k m n C hirality 
No. Pr 



R' 



1156 



1 157 



1158 



1159 



1160 




H 3 
>-CH 2 - 

CH 3 
CH 3 

>-CH 2 - 

CH 3 
CH 3 






S >-CH 2 - 

CH 3 
CH 3 

>-CH 2 - 

CH 3 
CH 3 

VcH 2 - 
CH 3 

OH 




1161 H 3 COH^J>-CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0. R 



H 



H 



H 



H 



(CHs^CCH^G-R* 



R : 



9 O v C(CH 3 ) 3 
-CH 2 -N-C-^J 



9 S^ SCH 3 



if S / 

h _ C H 2 _^ c -<jr 



H 2 N C) 

" CH 2"^ C "W" OCH3 
H 2 N OCH 3 

H 2 N Br 
-CH 2 -N-C-^J . 



,CH 3 

1162 H 3 CO-Q-CH 2 - 
H 3 C 



1 2 0 R 



1163 h 3CO _^ch 2 - 1 2 0 R 



H 



-CH 2 - 



-CH 2 -N-C-<f > 



H \=/ 



1164 H 3 CC^H-CH 2 - 1 2 0 R 



H 



9 



-CH 2 ~ N-C 



,CF 3 



1165 /°^J HCH2 " 1 2 0 R 



H 



-CH 2 -N-C-^J> 



1166 h 3 CO^-CH 2 - I- 2 0 R 



H 



-CHf-N-C-^J 
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Table 1.107 



Compd. 
No. 


p>( CH 2)r 


k 


m 


n 


chirality 


R 3 


(CH 2 )^|-(CH 2 )q-G-R 6 
R 5 


1 167 


CH-Q>-CH 2 - 


2 


2 


1 


- 


H 


-CH,-N.C-Q 


1 168 


*V VcH 2 - 
S- N 


1 


2 


0 


R 


H 


- CH *~it c -<_> 


1169 




1 


2 


0 


R 


H 


-CH 2 -M-G^(_) 


1 170 


H 

CX^ CH2 " 


1 


2 


0 


R 


H 


-CH 2 ~N-C-\ / > 
H \=/ 


1 171 




1 


2 


0 


R 


H 


— ch 2 — n-c— \_y- Br 


1 172 


CI-Q-CH r 


1 


2 


0 


R 


H 


9 _^tTV oh 

- CH2 1 C "VU 

H 


1173 




1 


2 


0 


R 


H 


- CH2 -^ c "V l U 

H 


1 174 




1 


2 


0 


R ' 


H 


-CH 2 -N-C-^ 
H 2 N 


1 175 


h 3 c-^Qh-ch 2 - 


1 


2 


0 


R 


H 


-CH 2 -N-C-^y-Br 


1 176 


H 3 C-<(^-CH 2 - 


1 


2 


0 


R 


H 


9 

H 


1177 


H 3 C-^Q>-CH 2 - 


1 


2 


0 


R 


H 


- CH2 -^ C "V ] U 

H 
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Table 1.108 

Compd. R S_ (C H 2 ) r k m n chirality R 3 ~(CH 2 )J-(CH 2 k-G-R 5 
No. ' R s 

9 



1178 H 3 C-{^CH 2 - 1 2 0 R H -CH 2 -M-C- 



1 179 



1 180 



1 182 



1 183 



1186 



CH 




CH 3 
CH 3 



CH 3 

:h 3 



1188 Ch-t >-CH 2 - 2 2 1 



H P 
H 2 N 



H 3 C-Q^CH 2 - 1 2 0 R H ~ CH 2-[| C -^ > 

H 2 N 

H 3 C-<Q-CH 2 - 12 0 R H -CH 2 -^C-/pQ 



H 

9 ^ CH3 

1181 g^- CH ^ 1 2 0 R H _ CHrN .«_(-y Br 

CH 3 
PH 3 



H 

9 ^^OH 



^-CH 2 - 1 2 0 R H - CH ^[t C -CO r 



9 _^OCH 3 



^-CH 2 - 1 2 0 R H -CHa-t^C-^X^ 

-CH,-N-C-f > 



1184 fLf~ CH2_ 1 2 0 R H -CH 2 - H w 

CH 3 H 2 N 



-CHz-M-C-f > 



NO 

1185 lO -0 " 2 " 1 2 0 R H -CH^N-C-Hp/ 

CH 3 H 2 N 

^-ch 2 - 1 2 0 R H - CH2 ~[t^ _ CO 

fcH, 

Br 



1187 CHhQ^-ch 2 - 2 2 1 - H _ CH2 _^£_^L 

9 _^rv OH 
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Table 1.109 



k m n chirality 



R 3 -(CHa^CC^^G-R 6 



B 4 
R 5 



189 cl-^~)-CH 2 - 2 2 

190 o-<(~)hch 2 - 2 2 



1 191 



1192 



1193 



1194 



1 195 



1196 



1 197 



1198 



1199 



ch. 




KJ-CHf 12 0 R 

CH 3 




CH 3 

V-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

;h 3 



^-CH 2 - 12 0 R 

CH 3 
CH 3 

0^ch 2 - 12 0 R 

CH 3 



CH 3 

8^- 



CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



^-CH 2 - 12 0 R 

CH 3 
CH 3 

rt-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P 



H 

-CH 2 -N-C-f > 



OCH 3 



H )=/ 
H 2 N 



CF 3 



_ CH _^ C ^0 

F 



-CH 



o cp3 



,OCF 3 



CF, 



-CH 2 -N-C-0 
F 3 C 



-CH 



CF 3 



-CH 2 -M-C-H0 
F 



-CH 2 -^C-^J 



US 



pH 3 



CH 3 
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Table 1.110 



Compd. R \^( CH v_ k m n chirality 
No. R 



1200 



1201 



1202 



CH 3 

t gj-C"2~ 12 0 R 

CH 3 
CH 3 

l^ycHr- 12 0 R 

CH 3 
CH 3 

>-CH 2 - 12 0 R 

CH 3 




1203 H 3 C-^Q>-CH 2 - 12 0 R 



H 



H 



H 



H 



1CH 2 )^-(CH 2 ) 5 -G-R^ 
R 5 



-ch 2 -m-c-hQ 

CI 



9 




-CH 2 -N-C-< V F 



9 



-CH 2 -M-C- 
H 




CF 3 



-CH 2 



OCF 3 



1204 



CH- 12 0 R 



H 



-CH 2 -M-C-0> 
F 3 C 



P F 3 



1 205 h 3 c-<(~~)-ch 2 - 



12 0 R 



H 



1206 



h 3 C-<Q^-ch 2 - 12 0 R 



H 



- CH 2-{t C_ 0 



1207 H 3 C-^}-CH 2 - 1 2 0 



H 



F 



1 208 H 3 c-Qv-CH 2 - 



12 0 R 



H 



-CH a -N-C-^J 



1209 h 3 c-{3"- CH2 " 1 2 ° 



R 



H 



- CH2_ lt C " W 



1210 h 3 c-{>-ch 2 - 12 0 R 



H 



-CH^N-o-Q 
CI 



Patent provided by Sughrus fttfeon ; PLLC - iittp://www.sughrue,com 



WO 01/10439 



PCT/JP00/05260 



13 0 



Table 1.1 1 1 



Compd. r S_ (C h 2 )- k m n chirality R 3 -(CHa^CCH^G-R 6 
No. Pr R 5 



1211 h 3 c-<(~^-ch 2 - 12 0 R 



H 



9 




-CH 2 -r^-c-^J>-F 



1212 H 3 C-^(3- CH 2- 12 0 R 



H 



9 




P F 3 



1213 chhQk 



CH 2 - 2 2 1 



1214 chh(^-CH 2 - 2 2 1 



1215 CHhQ^ 



CH 2 - 2 2 1 



H 



H 



H 



F 3 C 



-CH 2 - 



CF 3 



H >=/ 
F 



9 



— CH 2 — N-O 




C! 



CI 



1216 CH^}-ch 2 - 2 2 1 



H 



9 



-CH 2 -hhO % _ 




1217 CH^)^-CH 2 - 1 2 0 



R 



H 



-CHo-M-C-f > 



H >=/ 
CI 



1218 chhQ^ch 2 - 12 0 R 



H 



-CH.-N-C-f X > 



H )==/ 
F 



1219 Ch-4J^CH 2 - 12 0 R 



H 



,CH 3 
H W/ 



-CH 2 -N-C-f V CI 



1220 CH^Q>-CH 2 - 12 0 R 



1221 c ^O-° H 2- 12 0 R 



H 



H 



-CH 2 ~^C-^ 
H 2 N 

-CH 2 -N-C-^^-F 
H 2 N 
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Table 1.112 



Compd. r '^ (C h 2) ._ k m n chirality R 3 ~(CH 2 )A- (CHafe-G-R 
No. Pr " " 5 



%. 

R- 



i-d6 



1 222 Ci-Q-CHa- 12 0 R 



H 



9 ^ CH 3 

-CH 2 -N-C-f i] 



1223 O-^^-CH*- 12 0 R 



1224 C 



-o- 



ch 2 - 12 0 R 



1225 h 3 c-{^-ch 2 - 12 0 R 



1226 



CH 2 - 12 0 R 



H 



H 



H 



H 



-CH 2 - 



-CHp-N-C— f x > 



NO 2 



H >=/ 
HO 



9 /"< 



CF 3 



H >=/ 
CI 



JCH a 



— CHo-N-O 



„*0 

F 



1227 H 3 C-(>-CH 2 - 12 0 R 



H 



9 ^ 

-CH 2 -^C-^Q>-CI 



1228 h 3 c-kQ-ch 2 - 



12 0 R 



H 



-CH 2 -NhcU0> 
H 2 N 



1229 



H 3 C-<Qh 



CH 2 - 12 0 R 



H 



-CH 2 -N-C-^^-F 
H 2 N 



1230 H 3 c-^y~ 



CH 2 - 12 0 R 



H 



-CH 2 -N-C— f _J] 
H 



1231 H 3 C-\/-CH 2 - 



1232 H 3 C-^jHCH 2 - 



ch 5 - 12 0 R 



12 0 R 



H 



H 



9 



-CH 2 -M-C^J> 
HO 



NO; 
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Table 1.1 1 3 

_ _ _ _ j~J 

Compel. R \^ (C H 2 ) r k m n chirality R 3 ~(CH 2 )^j-(CH 2 )^G-R 6 

No. pt r 5 

CH 3 CF 3 

-CH 2 -N-C-f7 



1238 




1233 }L^ CH 2~ 1 2 0 R H -vr* h 

CH 3 CI 

-CH 2 -N-C— ( ) 



1241 C 



1242 Ch-i J-CH 2 - 2 2 1 



H 



1234 6^ CH2_ 1 2 0 R . ■ H t h w 

CH 3 F 

CH3 CH3 

1235 ^"CH 2 - 1 2 0 R H _ CH ?_<^ci 

CH 3 H 
CH 3 

1236 0" CH 2- 1 2 0 R H 

CH 3 H 2 N 
CH 3 

1237 S^ CH 2" 1 2 0 R H 



H 2 N 
H 2 N 

g^CH 2 - 12 0 R H -cH 2 ~^c~^nr 



H >=/ F 

CH 3 H 2 N 
CH 3 



CH 3 

:h 3 



1239 ^t CH '~ 12 ° R " -CHr*tf5 

CH 3 H W 

fH 3 ff /-X N ° 2 

1240 ^V 0 " 2 ' 1 2 0 R H - CH 2-{^Q> 

CH 3 HO 

CF 3 



hQhch 2 - 2 2 1 H -c^-ft-c-/!^ 



1243 cf-(~}-ch 2 - 2 2 1 H _ C h 2 _^S_^_ 



H )=' 
CI 

F 

CI 
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Table 1.114 

Compd. R V-(CH 2 ) r k m n chirality R 3 ~(CH 2 )p|-(C H 2 )^G-R 6 
No. ' R 5 



1244 CHhQ-ch 2 - 2 2 1 

1245 ci-hQ^ch 2 - 2 2 1 



1250 



CH 3 



P H 3 O 

1254 ^~ CH2_ 1 2 0 R H -CH 2 -M-C-^^-CH(CH 3 ) 2 

CH 3 



H 2 N 



H -CH 2 -j^C— f_/~' = 

H 2 N 



1246 CH-<>CH 2 - 2 2 1 - H -CHrJfO-gr 



H 



1247 CH<>CH 2 - 2 2 1 - H _ g^p-/ 



> 2 

H \=' 



1248 Ch-(~)-CH 2 - 2 2 1 - H -ch 2 -m-C-^> 

HO 



1249 ch^Qk-CH 2 - 1 2 0 R H _ CH2 _N.£_^jy_ci 



.NO; 



H 3 C-<Q^CH 2 - 1 2 0 R H _ CHa _^S-^-CI 

1251 £>" CH 2- 1 2 0 R H -ch 2 -n-c-0-C. 



9 

1252 C^-0~ CH2 ~ "I 2 0 R H -CH 2 -N-C-^^-CH(CH 3 ) 2 

o 

1253 H 3 C-H^-CH 2 - 1 2 0 R H _ C h 2 -^c-{3-CH(CH 3 ) 2 
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Table 1.1 1 5 



Compd. R -^>_( CH2 ) r k m n chirality 
No. Fr 



R 3 



-(CH 2 J- 



_d6 



p , c (CH^G-R 
R 5 



1255 C^-^~)-CH 2 - 12 0 R 



1256 



1257 



1259 



h 3 c-<C)>-ch 2 - 12 0 R 



CH 3 




^-CH 2 - 12 0 R 

CH 3 



1258 h 3 C-<(~^-CH 2 - 12 0 R 



CH 3 

]0~CH 2 - 12 0 R 



CH 3 



1260 H 3 C-\>-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C— f > 



H >=/ 
H 2 N 



H 2 N 



Br 



-CH 2 - 



H )=/ 
H 2 N 



-CH 



H 2 N 
H 2 N 



-CH 2 -[vhC-^ 



,OCH 2 CH 3 



1261 Ct-^y~CH 2 - 12 0 R 

1262 H 3 C-^(~)-CH 2 - 12 0 R 



1263 



^H 3 

^-ch 2 - 12 0 R 

CH 3 



1 264 ChH (~)~ CH 2~ 12 0 R 



1265 H 3 c-\ >-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



9 / ^C(CK 3 ) 3 



-CH 2 -^C^ Q 



-CH 2 - 



H 3 C 

?■ /W C ( CH 3)3 



H 3 C 



9 /W C ( CH 3>3 

H 3 C 




-CH 2 -N-C-\ ' 
HaC 

hb C 
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Table 1.1 1 6 



Compd. Rl \- (C H 2 ) r k m n chirality R 3 -(CHaJ^tCH^G-R 6 
No. R 2/ R 5 



1266 



1272 



1276 



:h 3 

vy- CH 2~ 12 0 R 

CH 3 



1267 C 



-o- 



CH,- 12 0 R 



1268 C1-hQ^CH 2 - 1 2 0 



R 



1269 C 



h-(^)~CH z - 12 0 R 



1270 chh(^-CH 2 - 1 2 0 

1271 CHh^-CH 2 - 1 2 0 



R 



R 



h 3 c-^)^ch 2 - 12 0 R 



1273 h 3 C-<(~)-CH 2 - 1 2 0 



R 



1274 H 3 C-<f~)-CH 2 - 12 0 R 



1275 H 3 c-^ >-ch 2 - 12 0 R 



H 3C-Q- CH 2- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



i? 




HjC 

9 ~. ^ OCF 3 



- cH ^^r c -<PC r 

H 

-CH 2 -N-C-f > 



H >= / 
H 3 CO 



-CH 2 -|^L0 
HO 

-CH 2 -N-C-f > 



H >=/ 
HO 



— CH2 - *N~C ^ 
H 

-CHa^NHC-^J 
H3CO 



>jo 2 

-F 



-CH 2 



H >= / 
HO 



-CH 2 - 



CI 



H )=/ 
HO . 



-CH 2 -N-C-<_}-F 
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Table 1.117 

C NT d ' R ^" (CH2) i" k m n Chiralit y ' R3 -(CH 2 )^(CH 2 )q-G-R 6 



1277 



_ R : 

^-ch 2 - 1 2 o r h _cH2 -[t^~C0^ OCF:3 

CH 3 H 
?"> O P 

1278 !0~ CH2 ~ 1 2 0 R h - CH 2-[f c -0 > 

CH 3 H 3 CO 
P H 3 _ Br 



1280 




1287 



1279 o^" CH2 ~ 1 2 0 R h ~ CH2 ~h 

CH 3 HO 
P H 3 « C! 



g^CH 2 - 1 2 0 R H _ C h 2 -m-?-^> . 

CH 3 HO 
CH 3 

7 O / N ° 2 

1281 ^ch 2 - 1 2 0 R H -ch^&^-f 



1282 ch^)^ch 2 - 2 2 1 H -CH 2 -f|C-^Qr^f 

H 

1283 CI-h^jKCH 2 - 2 2 1 H - CH 2-^ C_H (3 



H >=/ 
H3CO 



1284 Ch^Q^CH 2 - 2 2 1 H -ch 2 ~^c-<^J> 



H >=/ 
HO 

1? ci 



1285 chhQ>~ch 2 - 2 2 1 H - CH2 ^ N - C -^^> 



H 

HO 



CF- 



1286 [;W-0--r 1 2 0 R H -cH^O-fS 

H ^ — ' 



3 



N0 2 Q CF 3 

i^-ch,- 1 2 0 R H -ch 2 -*LQ 
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Table 1.118 



Compd. R S_( CH2 )._ k m n C hirality 



No. R 



R 3 



-(CH 2 )^(CH 2 )q-G-R 
R 



_q6 



1288 



1289 



1290 



1291 



h 3 CO-^j^-CH 2 - 



CH 3 




^-CH 2 - 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



ch 2 - 12 0 R 



1292 h 3 c-{^H;h 2 - 12 0 R 



1293 h 3 c-<>-ch 2 - 12 0 R 



1294 H 3 C^Q^ CH2 ~ 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 



CF 3 



H W 

OCH 3 



H 2 N 



CH 3 



-CH 2 -N-C-0 

H 2 N CH 

- cH2 -^-<PC r 



-CH, 



PH 3 



H 2 N Br 
-CH 2 -N-C-f > 



H 

F 



— CH 2 — N-C— f V-F 



9 



1295 h 3 c-<(~)-CH 2 - 



12 0 R 



9 o~- c < CH 3>3 
-CH 2 -N-C-\J 



1296 h 3 c-<(~)-ch 2 - 12 0 R 



1297 h 3 c^(>-ch 2 - 12 0 R 



H 3 Cq 

1298 h 3 c<^<Q>-ch 2 - 12 0 R 
Br 



H 



H 



9 S^- SCH 3 



-CH 2 -M-C-^J 



9 /^ CH 3 



-CH 2 -N-C-Y 0 
F 3 C 



-CH 2 - 
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Table 1.119 



Compd. R >(CH 2 ) r k m n chirality 
No. FT 



1300 



1301 



1302 



1304 



1305 



1306 



1308 



H 3 CC 



1299 h 3 co-(^-CH 2 - 12 0 R 
h 3 CO 

PCH 3 
-CH 2 - 



12 0 R 



OCH 3 

~~ CH 2 - 12 0 R 



H3CO 



H 3 C_eH 3 
H3CO-^y-CH 2 - 



H 3 C> 



12 0 R 




1303 H 3 Ciy-{j-CH 2 - 12 0 R 

Br 



R 



H 3 CO-\^— CH 2 - 



H 3 CCH 2 



H 2 Q_ 

C-^^CHr 



H 3 CC 

1 307 h 3 coh!J-ch 2 - 

HO 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



H 3 CC 



1309 H 3 co{J-CH r 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )^(CH 2 ^G-R t 
R 5 



9 

-CH 2 -M-C- 



-CH.-N-CH^J 



-CH 



9 



-CH^N-C-^J 



-CH 2 - 



9 CF 3 

-CH 2 -N-C-<^> 

-OHj-N^-Q 
-CHr-M-O-^) 
-CH.-NhC-^) 

ff -M CF3 



Patent provided by Sughrus fttfeon ; PLLC - http://www.sughriie,com 



WO 01/10439 



PCT/JP00/05260 



13 9 



Table 1.120 



R 1 

Compd. n ^>-(CH 2 )f- k m n chirality R 3 



No. R 



-(CH 2 )^(CH 2 )^G-R 
R 5 



_q6 



H 3 CO_ 



1310 HO-^_jK-CH 2 - 



12 0 R 



H 



1312 




1311 /=\_„ u 12 0 R 

V>-CH 2 - 



(">-CH 2 - 



12 0 R 



H 



H 



CF 3 



_ CH2 _N. C _^ 



1313 



_< 8r 
<Q^CH 2 - 



12 0 R 



H 



9 



.CF 3 



1314 



CH 2 - 



12 0 R 



H 



-CHo-hJ-C-H^J 



1315 



CH 2 - 



12 0 R 



H 



F 3 Q 



1316 c mQ-CH 2 - 



12 0 R 



H 



-CHa-N-C-^ 



1317 pu-T^Vch- 1 2 0 R 

Or— \ /^^ M 2 



H 



-CH 2 — NhO 



1318 



c H^-ch 2 - 



12 0 R 



H 



1319 CH _rV-CH 2 - 1 2 0 R 



1320 



12 0 R 



H 



H 



■CH 



Patent provided by Sughrus fttfeon ; PLLC - http://www.sughriie,com 



WO 01/10439 PCT/JP00/05260 

14 0 

Table 1.121 

Compd. \_ (C H 2 ) r k m n chirality R 3 -(CH 2 J-(CH 2 )s-G-R 6 
No. R R 5 

n Br 

1321 C^\_ycu 2 - 1 2 0 R H _ CH2 _^5^Q_ C , 



1322 ch-<Q>-ch 2 - 1 2 0 R H _ CH2 _^_£^_ 



9 pi 

' CH, 



1323 cmQ^CH 2 - 1 2 0 R H _ CH2 _^_£^_ cl 



1324 Ct-^~^-CH 2 - 1 2 0 R H -CH 2 -N-C-^J» 

HO 

1325 CHh^-CH 2 - 1 2 0 R H -CH 2 -J-^-C^Q 

- 9 

1326 Cr-^Q^CH 2 - 1 2 0 R H -ch 2 -nj-c-0 

HO 

1327 ci-Qh-ch 2 - 1 2 0 R H -ch 2 -n-c-£3 



H >=/ 
H 2 N 



.Br 



1328 H 3 C^Q^CH 2 - 1 2 0 R H _ CH2 _JL^- ci - 



1329 H 3 C-^Q-CH 2 - 1 2 0 R H _ CHa _^/-< 



9 ' Cl 



1330 h 3 chQhch 2 - 1 2 0 R h . CHjrN .^y C i 



hi w 



O / J 

1331 h 3 c-< )~CH 2 - 1 2 0 R H -ch 2 -^-c-Q) 

HO 
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Table 1.122 



Compd. r S- (C h 2) k m n chirality 

No. R z/ 



~(CH 2 J 



-□6 



p-h-(CH 2 )^G-R 
R 5 



1332 H 3 C-<(~^-CH 2 - 12 0 R 



H 



1333 h 3 c^Q>-CH 2 - 1 2 0 



R 



1335 



1336 



1337 



1338 



1339 



1340 



1341 



CH 3 



CH 3 
CH 3 



CH 3 
CH 3 




P-e«r 



12 0 R 



CH 2 - 12 0 R 



£^CH 2 - 12 0 R 

CH 3 
PH 3 

rt^CH 2 - 12 0 R 

CH 3 
PH 3 



12 0 R 



CH 3 
PH 3 

^Vch*- 12 0 R 
CH 3 
CH 3 

^-ch 2 - 12 0 R 

CH 3 



1 342 Cr-^)-CH 2 - 2 2 1 



H 



1334 H 3 c-^^-CH 2 - 1 2 0 R H 



H 



H 



H 



H 



H 



H 



H 



H 



HO 



-CHa-N-C-0 
H 2 N 



9 



Br 



— CH 2 -N-C— <f V-CI 
H W/ 



-CH 2 -N-C-^^-CH 3 



-CH 2 -N-C— f > 



.CH, 



H >=/ 
HO 



-CH 2 -NhC-^ 
HO 



9 /-< CH3 

-CH 2 -j|C-<p 



-CH. 



9 , Br 
"!t c "0- cl 
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Table 1.123 



Compd. R \_( CH ) r k m n chirality 
No. R 



R 3 -(CHa^CCHa^-G-R 
R 5 



- D 6 



1343 CY-\ >-ch 2 - 2 2 1 



H 



9 



CI 



- C H 2 - N-C-^^-C H 3 



1344 CH-(~)-CH 2 - 2 2 1 



1 345 C 



CH 2 - 2 2 1 



1346 CH-^}-CH 2 - 2 2 1 



1 347 CH^Q^CH 2 - 1 



2 0 R 



H 



H 



H 



H 



-CH 2 -N-C-H^-CI 
-CH 2 -N-C-<f> 



H >=/ 
HO 



-CH 2 -^C-H0 
HO 

-CH 2 -N-C-<M| 



1 348 h 3 c-Q-ch 2 - 



12 0 R 



-CH 2 -h|-C-^J 



1349 



1353 



PH 3 



CH 3 



12 0 R 



1350 cH^-CH;,- 2 2 1 

1351 chhQ-ch 2 - 12 0 R 



1352 h 3 C-W-ch 2 - 12 0 R 



^-CH 2 - 12 0 R 

CH 3 



H 



H 



H 



H 



H 



-ch 2 -n-c-^| 



9 _rY c "* 
-ch 2 -n-c^J 



HN 

■p-CH 3 
O 

o 
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Table 1.124 



Compd. R V(CH 2 ), 
No. Pr 



T~ k m n chirality R 3 



"(CHs^CCH^G-R 6 



1354 ct-<(~)--CH 2 - 2 2 1 



1355 c\-^y~CH z - 



1356 



1357 



1359 



1360 



CH 3 
CH 3 



CH 3 

CH 3 
^H 3 




12 0 R 



CH 2 - 12 0 R 



12 0 R 



1358 CH\>-CH 2 - 2 2 1 



12 0 R 



ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH a - r 



HN 
O 



9 



H 2 N 



CN 



CN 



H 2 N 



9 




CN 



H 2 N 



CN 



-CH 2 -^C-0 
H 2 N 

-CH 2 -j^O-^^) 



9 



— CHo-N-C- 
H 



CH 3 



pH 3 
~CH 3 

'CH 3 
CH 3 



1361 h 3 c-h(~^ch 2 - 1 2 0 



H 



-CH 2 -N-C— <^>-OC H 3 



1362 



1363 



PH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



H 



H 



-CH 2 -N-C-^J> 
CH 3 

-CH 2 -N-C-^> 

CH 3 



1 364 H 3 C-^^-CH 2 - 



12 0 R 



H 



-CH, 



9 r~i Hz 
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Table 1,125 



R 1 

Compd. o >-(CH 2 ) r k m n chirality 
No. Pr 



4r ( 

R 



R 3 ~(CH 2 ) F t-(CH 2 )^G-R 



1365 



1366 



CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



H 



-CH.-jg-c-^) 



H 3 C 



9 



-CH 2 -N-C—(^y- CH 3 



1367 



CH 2 - 12 0 R 



H 



9 



-CH 2 -N-CH^)-CH3 



1368 CI-<(~)- 



CH 2 - 12 0 R 



H 



-CH-M-C-\_^-CI 



CF 3 



1369 ci-^~)-ch 2 - 



12 0 R 



H 



9 / OCH 2 CF 3 

-CH 2 -N-C^0 
F 3 CCH 2 0 



1370 0-<>-CH 2 - 12 0 R 



H 



-CH 2 -N-C— fj 



1371 Ci-<(~)-CH 2 - 1 2 0 



R 



1372 ch-<Qh-ch 2 - 12 0 R 



H 



H 



P. 



-cH 2 -N-c^]^ ; 



-CH.-N-O 
2 H 




1373 H 3 c-^Q-CH 2 - 12 0 R 



H 



-CH 2 -N-C-\_/-CI 



1374 H 3 c-^^-CH 2 - 12 0 R 



H 



-CH 2 -£-C-<0> 
F 3 CCH 2 0 



1 375 h 3 c-hQ>-ch 2 - 



12 0 R 



H 



if /Y Br 
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Table 1.126 



Compd. R \_ (CH2 Y_ k m n chira |j ty R 3 
No. PT 



"(CH 2 )i-(CH 2 )5-G-R 6 



1376 h 3 c-<Q>-ch 2 - 12 0 R 



H 



to 



-CH 2 -NhC-^J> 



1377 h 3 C-<J^ch 2 - 12 0 R 



H 



-CH,— N-C- 




1378 



1379 



1380 



1381 



1382 




CH 3 

CH 3 
CH 3 

J-CH r 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CHf-N-C-^-CI 

9 / OCH 2 CF 3 

-CH 2 -N-C-^ 
F 3 CCH 2 0 

-CH 2 -M-C-<| 



-CH 2 -N-C-{J> 



-CH 2 -N-C- 
H 




1383 Ct-^^-CHr 2 2 1 



H 



.CFa 



-CH 2 -M-C-^^CI 



1384 ChhQ)-ch 2 - 2 2 1 



H 



-CH 2 -N-C-fJ 



1385 o-Q-CH 2 - 2 2 1 



1386 O-^^-CHjr 2 2 1 



H 



H 



-CH 2 -N-C-^J 
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Table 1.127 



C NT d ' R^~ {CH * )r k m " ChiraMty R3 "(CH 2 )^(CH 2 ^G-R 6 



1391 



1397 



CH 




3 




H 3 C .CH 3 



B 



^"CH 2 - 1 2 0 R H _ CH2 _n.?_^J^ 

CH 3 

pH3 9 ^vC(CH 3 ) 3 

CH,— fvJ-C— K \, 



1387 



1388 ch 2 - 12 0 R H. h yN 

CH 3 CH 3 

1389 cCf CH2 ~ 12 0 R H -CH 2 -n-c-^~^n 

CH 3 ^° 



1390 H 3 C-<Q-CH 2 - 1 2 0 R H _ C h 2 _^!L^ 

H3C CH3 

H3C^CH 2 - 1 2 0 R H • -CH 2 -^-<2> 



1392 h 3C !^_ch 2 - 1 2 0 R H _ CH2 _^?_^ CF3 

1393 ^cc^-Q-ch,- 1 2 0 R H _ CH _^?_^ ' 

0 2 N • O CF 3 

1394 H3C _^-ch 2 - 12 0 R H -CH 2 -^?-0 

1395 h^chhQ^ch,- 1 2 0 R H _ CH2 _n.?_^ * 

1396 U ,X, U - 1 2 0 R H _ CH ^lf-\ 



.CF 3 



H \=J 

p^>CH 2 - 1 2 0 R H _ CH2 _^^ CF3 
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Table 1.128 

i R 4 

C °NT d " R2^" (CH2) i _ k m n chirality 'r 3 ~(CH 2 )^(CH 2 )q-G-R 6 

1398 c^^SX 1 2 0 R H _ CH2 _J_^ 3 



1399 ch-^>-ch- 1 2 0 R H _ CH _^J_ H Q 



CI 



3 



CH O Cf*3 

1400 CmQ-CH 3 - 1 2 0 R H -CHf-N-S^ 

1401 H 3 C^Qh-CH 2 - 1 2 0 R H -^"^^"CO" 0 

H 

1402 H 3 C-<Q)-CH 2 - 1 2 0 R H -CH 2 -N-C^(~VoCH 3 

H 2 M OCH 3 

1403 H 3 C-^^-CH 2 - 1 2 0 R H _ C h 2 _^c-<^;n 

1404 H 3 C-^_J>-CH 2 - 1 2 0 R H _ ch _^ c _h^> 

1405 H 3 C-Q^-CH 2 - 1 2 0 R H - CH2 ~^""Q 

H 3 CS 

O CH 3 

1406 H 3 C-^y~CH 2 - 1 2 0 R H _ CH _N_£_<f 

1407 h 3 c^Q>-ch 2 - 1 2 0 R H _CH2 "^ c ~y t f 

H3CCH2S 



1408 



o 

HaC ~0~ CH2 " 1 2 0 R H _ C H 2 _^ C _^~^ 
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Table 1.129 



C °Nk> Pd " R2^" (CH2)r k m n chirality 



R 3 ~(CH 2 )i(CH 2 )^G-R 
R 



-d6 



1409 H 3 C-<(~^-CH 2 - 12 0 R 



H 



9 /-< CH2 
- CH 2~!t c "0 



1410 



CH 3 
CH 3 



12 0 R 



H 



1411 Ch^)-CH 2 - 12 0 R 

1412 H 3 C^Q^CH 2 - 12 0 R 



1413 



1417 



CH 3 

/^ch 2 - 12 0 R 

CH 3 




1414 C, ~^I)~~ CH2 ~ 2 2 1 



1415 CHhQ-CH 2 - 12 0 R 



1416 h 3 c-h(>-ch 2 - 12 0 R 



:h 3 

CH 3 



12 0 R 



1418 c, -{~)~ 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-0 

H3OC-NH 
O 



-CH 2 -N-C 

H3OC-NH 
O 



.a 



H3C-C-NH 

6 

- CH a-N- C -V> 



HjC-C-NH 
O 



-CH 2 -[v}-C«H0 
H 2 N 



,SCN 



-CH 2 -NhC-^]j> 
H 2 N 



SCN 



-CH 2 -N-C-^J> 
H 2 N 



.SCN 



SCN 



1419 CI "-V>- CH 2^ 12 0 R 



H 




SH 
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Table 1.130 

— - " — - 

Compd. ^ (C h 2) ._ k m n chirality R3 _ (CH2) 4_ (CH2 w-g-R 6 
No. Pr K p5 

<? /=< SH 

1420 H 3 C-Q-CH 2 - 1 2 0 R H -CH 2 -N-C^Tj> 

H 2 N 

PH 3 ^ ,SH 




1421 ^i^ CH 2- 1 2 0 R H 



1430 



_ CH2 _^ c _^y 



CH 3 H 2 N 



1422 a-^y~CH 2 - 2 2 1 - H -CHjt-n-c-T^ 

H 2 N 

1423 CH^f>-CH 2 - 1 2 0 R H 9 /=< C_< ^ 

_ C H 2 -^C-^> 



1424 h 3 chTVch 2 - 1 2 0 R H V /S= / Cr ~\-J 

' -CH 2 - K1 -'~- 



ch 3 

1425 !jV CH2 ~ 12 0 R H 9 z^' 0 



1426 OhTVch 2 - 2 2 1 H 9 w C ^-/ 



-CH 2 -M-C-^J> 



9 , Br 

1427 cy-^)-CH 2 - 2 2 1 H -ch 2 -nj-c-^~) 



H 3 C-NH 

Br 



1428 CH^Qk-CH 2 - 2 2 1- H -CH 2 -^C-^~) 

(H 3 C) 2 N 

1429 H3CCH 2 0-^~}-CHa- 2 2 1 - H -CH 2 -N-C-H^J> 



H 2 N 



^*^Z)~ CH2 ~ 2 2 1- H - CH 2-[^c-^]^ 



H 2 N 
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Table 1.131 



Compd. R S_ (CH2 v_ k m n chirality R3 
No. 



-D6 



"(CH 2 )pt-(CH 2 )p-G-R 
R 5 



1431 HjCCHjO-hCV-chj- 2 2 1 



1432 



-CH 2 - 



2 2 1 



H 



H 



ff /=< 

~CH 2 -N-C^J> 
H 2 N 



Br 



H 2 N 



Br 



1433 K3Cch 2 o\ }-ch 2 - 2 2 1 



1434 h 3 cch 2 o-4 >-ch 2 - 2 2 1 



H 



H 



-CH2-N-C 



CH 2~\ y^OCH 2 Chb 



-CHr-M-C-^J) 



1435 H3CCh 2 -Qkch 2 - 2 2 1 



1436 (KjC) 2 CH-{jHCHr 2 2 1 



1437 KjQch^o^^oh^ 2 2 1 



1438 ^cch 2 -h(/-ch 2 -- 2 2 1 



1439 (^chCH-H^^cH?- 2 2 1 



1440 ^c ( ch 2 ) 2 (>h(^--ch 2 - 2 2 1 



1441 



H 3 CS^Q-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



_ C H 2 -jsj-?-0 
H 2 N 



CI 



H 2 N 



Pi 



H 2 N 



CI 



H 2 N 



Br 



9 /=< 

-CH 2 -N-C-^J> 
H 2 N 



Br 



~CH 2 -^C^J> 
H 2 N 



Br 



- cH z-[t!L0 

H 2 N 



Br 
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Table 1.132 



Compd. r \_ (C h 2) k m n chira | ity 
No. Pr 



-Q6 



"(CH 2 ) r ]-(CH 2 ) T G-R 
R 5 



1442 H3CCh 2 -h()-ch 2 - 2 2 1 



H 



CH 2\ >-CH 2 CH, 



1443 (i-bC) 2 CH-\ >-CHr 2 2 1 



H 



-CH2-M-C 



1444 ^c(ch 2 ) 2 o-Q-ch 2 - 2 2 1 



1445 k,cch 2 -£^-ch 2 - 2 2 1 



1446 (KiC)2CH-<>-CHr- 2 2 1 



1447 ^c{ch 2 ) 2 o-<^^-ch 2 - 2 2 1 



H 



H 



H 



H 



-CH2-M-C" 



CH2-\ >- CH 2 Cl-b 



CH *\ /)-(X(CH3)2 



II 



Hfv i 



/-0(CH 2 ) 2 CI-fa 



448 h 3 cs-<Q^ch 2 - 2 2 1 



H 



o / D1 

CH 2"\ /^-SCHj 



1449 ^cc^-A Vch,- 2 2 1 



H 



9 



-CH 2 -N-C-<f ? 
" H \=/ 



CF 3 



1450 (H>chCH-{^y-cH?- 2 2 1 



H 



-CH- 



1451 (HaCc^N-^^-CHj- 2 2 1 



H 



-CH 2 - 



1452 



H 3 CO^]j>-CH 2 - 



2 2 1 



H 



-CHo-N-C-< > 
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Table 1.133 



Compd. R V(CH 2 ). 
No. R 2 ^ 2: 



p k m n chirality R 3 



-d6 



-(CH 2 )pt-(CH2)q-G-R 
R 5 



1453 w,c(ch,),o-^-ch 2 - 2 2 1 



H 



-CH 2 - 



1454 H3CCh 2 oh^/-ch 2 - 2 2 1 



H 



PF3 



H N=/ 



H3CO 

1455 HCHf>CH 2 - 2 2 1 



H 



-CH 2 -r|C^J> 



1456 



2 221 



H 



-CH,-N-C— f > 



,CF 3 



H \=/ 



1457 (Ch 3 ) 2 nh-Q-ch 2 - 2 2 1 



1458 



H3CO 

HO-(~)-CH 2 - 



2 2 1 



1459 (h 3 c) 2 n-^(~)-ch2- 2 2 1 



H3CO 

1460 ho-Q-ch 2 - 2 2 1 



H3CO 

1461 hoO-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 2 N 



CI 



H 2 N 



CI 



-CH 2 -f|C-H0 
H 2 N . 



Br 



Br 



-CHr- 



,ociij 



CHr C^" OH 



H3CO 

1462 H( ^_ CH2 - 2 2 1 



H 



-CHr-N-c-y ^ 



chH //-oh 



1463 Ch^>-CH 2 - 2 1 1 



H 



-CH 2 -N-C-f N ) 



JCF, 



H \=/ 
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Table 1.134 



>4 



C °NT d ' r2^ (CH2) '~ k m n chirality ' R* -(^^(CH^G-R 6 
R 

/==\ n PCF 3 

1464 C\-C )-CH r 2 1 1 - H a /— < 



1473 



1474 



_ O / CF 3 

1465 CH^Jh-ch 2 - 2 1 1 - H -CH 2 -N-C-Cj 



H 

F 3 C 



1466 C^<>CH 2 - 2 1 1 - H -C^-M-?-^" 

CI 

1467 C^^CH 2 - 2 1 1 - H -CH 2 -J-^j 

1468 CHQ-CH 2 - 2 11- H _ CH2 _J_^ N ° 2 



.CF; 



3 



1469 CHH^^-CH 2 - 2 1 1 H _ CH2 ^^_^^ 

F 

1470 chhQ-ch 2 - 2 11- h _ CH ^?^=£. CI 



1471 OH(>CH 2 - 2 11= H ^ 



-CH 2 -hj-C-^_/-F 




1472 rCu- 1 2 0 R H _ CH2 _^_M CF: 



CVCH 2 - 

H \=/ 



3 



8 \>-CH 2 - 1 2 0 R H .^t^ 

) P n CF- 

1 2 0 R H -CH 2 -^L(j> 

CH 3 H 
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Table 1.135 

R 1 R 4 
C ° N ^ pd - R2 >" (CH 2)r k m n chirality R* - {C H 2 )^(CH 2 'frG-R 6 

R 



1476 



1477 



1479 



1483 




1475 ^Jkjn 1 2 0 R H ? 



•CH r - - ■■ _ch 2 -^ C ^(3 

^)f>-CH 2 - 1 2 0 . R h _ CH2 _^_^ 



,CH 3 

1481 H 3 C-4^-CH 2 - 1 2 0 R H 
H 3 C 




1478 Br-^vA^Q 1 2 0 R H „. ? ' 

P >-CH 2 - — CH 2 



H 3 C-<~^-CH 2 - 1 2 0 R H _ CHrN .M 3 

CH 3 H 

,CH 3 CF 3 

1480 H3 c_Q^ CH2 _ 1 2 0 R H -ch 2 -J-^ 



9 pF3 



1482 B \Vch 2 - 1 2 0 R H _ CH2 _^_£j> CF3 



H3C JVCH 2 - 1 2 0 R h -ch 2 -.^ 

1484 crO^CH*- 1 2 0 R H j^"' 

1485 h 3 C-<Qhch 3 - 1 2 0 R h _ CH _^?_^pQf f 
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Table 1.136 



Compd. R V-(CH 2 )r 
No. ' 



k m n chirality R 3 



51 



-d6 



"(CH 2 ) F [-(CH 2 )^G-R 
R 



1487 



1488 



I486 H 3 C-^^-CH 2 - 12 0 R 



h 3 C-^~^-CH 2 - 12 0 R 



ch 2 - 12 0 R 



H 



H 



H 2 N 




PCH 3 



CI 



H 2 N CI 



9 ? H: 

H -CH 2 -NhC-<] 

H 



1489 h 3 c-^^-Ch 2 - 12 0 R 



H 



-CH 2 — N-C-<> 
H v 



1492 



1493 



1494 



1495 



1496 



H 3 C-^j>-CH 2 - 12 0 R 



1490 



1491 H3C-4 >-CH 2 - 12 0 R 



ch 2 - 12 0 R 



PH 3 

^-CH 2 - 12 0 R 

CH 3 
H 3 




CH 2 - 12 0 R 

CH 3 

^-ch 2 - 12 0 R 

CH 3 



CH 3 
CH 3 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



9 n=< CH3 

- ch 2 -it c -0 

~CH 2 -hhC^<3 
H 



— CH 



yH 3 



-CH2-^C- 



S? 

— CHo-M-C 



-CHs-N-C- 



H >*N 
H 3 C 

HnC 
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Table 1.137 

NT d ' R 2>" (CH2) r k m n chirality R* -(q^^CCH^G-R 6 



"(CH 2 ) r f-(CH 2 )^G-R £ 
R 



CH 3 

149 7 .;V-CH 2 - 1 2 0 R H -CH 2 -n-o»- 



1498 



1499 



1500 



H H 3 C"T ' V CH 3 

CH 3 C H 3 



CH 




3 



^ CH ^ 1 2 0 R H -CH^S^ 



CH 3 
CH 3 



0~ CH *- 1 2 0 R h -ch 2 -m-?^ 3 



CH 3 
CH 3 



^~ CH ^ 1 2 0 R H -ch^^W 

CH; H 
CH; 



CH 3 
CH 3 

1501 ^J^CH 2 - 12 0 R H 

CH 3 
PH 3 



1503 



-CH 2 -^CX> 



1502 0^~ CH *~ 1 2 0 R H -CH 2 -M-C-^S-F 



CH 3 F 
PH 3 



P- CH ^ 1 2" 0 R H -CH^N-CHfl 

CH 3 



PCHF 



2 



504 H 2 ^^^>CH 2 - 1 2 0 R H -ch 2 -n-c-/~5 

H ^ — ' 

CH '<V_ „ .CF 3 



1505 f>cH 2 - 1 2 0 R H -cH^i/i 3 



H \=/ 



506 CH^~^CH 2 - 2 1 1 H -ch 2 -^c-^~j> 



H 2 N 



507 chhQh-ch 2 - 2 1 1 h ~ CH 2-|^c-^^ 



H 2 N 
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Table 1.138 



Compd. R V (CH2 v_ k m n chjra | jty 
No. H 



P? 



-(CH 2 )p^-(CH 2 )^G-R fc 
R 5 



1508 a-i J-cu 2 - 2 1 1 



1509 Ct-\ )-ch 2 - 2 1 1 



H 



H 



H 2 N 



-CH 2 -N-C 




1510 Ch-^^-CH 2 - 2 1 1 



H 



-CH 2 -N-C-^J> 
H 2 N 



151 



1 Ch-nQ-CH 2 - 2 1 1 



H 



-CH 2 -N-C-<fJ 



1517 



1518 



1512 Ch^>-CH 2 - 2 1 1 



1513 ch-Q-CH 2 - 2 




H 3 CO^j>-CH 2 - 
H 3 CO-^^>-CH 2 - 



1 1 



1514 (HjCCHjiM Vch;,- 2 2 1 



1515 H 3 CO<>CH 2 - 2 2 1 



1516 (H 3 CCH 2 ) 2 N-^^CH 2 - 2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



CI 



-CHjr-N-Q 



o r 



CI 



-CH 2 -N^CH0 
, H 2 N 



9 



-CH 2 -NhC-^ 




.CI 



H 2 N 



Br 



-CH 2 -[^C-0> 
H 2 N 



Br 



-CH2-M*C- 



OH 
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Table 1.139 

°°Nn d ' o^>" (CH 2>r k m n chirality ' r 3 -(CH 2 )J^(CH 2 )^G-R 6 



No. 7 " ^"z/p^gv-**, 



H' 




1519 u ^^r=\ ^ _ 2 2 1 - H 



1526 H 3 CQ-\>-CH 2 - 1 2 0 R H 



? /-V 

-CHr-N-C- 



,OH 



HoCCH-^^y— CH 2 ~ nr( 

CHr^^-OCHb 

Br 

1520 Br^-CH 2 - 1 2 0 R H _ CH2 _^M 

H ^ — ' 

1521 H 3 CO-Q^CH 2 - 1 2 0 R H _ CH2 _^?/H r 

• \-\ \ f 

1522 ?~{~}~ CH2 ~ 12 0 R H „ u KU ?_y=K Br 

H 3 CO /B r 

1523 ,,^ / ^7 = \ ^ 1 2 0 R H 



H 3 CO-\^J-CH 2 - * H -CH 2 -N-C-^_J 



HO^CH 2 - 1 2 0 R H -CH 2 -J-& BC 



1525 B^<>CH 2 - 1 2 0 R H _ CHa _J^=j> 

-CH 2 -N-C-^> 



3 



PCF 3 



OCF 3 



1527 ^>^" 1 2 0 R H -CHr-JLtf 

H 3 CO OCF3 

1528 h 3 cchQ-ch 2 - 1 2 0 R h -CH 2 -^L(j> 

H 3 CO 0 OCF 3 

1529 . „.>\_.u. i 2 0 R h -r^c-^j 



HO-<\ >-CH 2 - *- 11 -CH 
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Table 1.140 



Compd. R V-( CH2 v_ k m n chirality 
No. H 



(CH 2 ) f |-(CH 2 )^G-R 6 
R 5 



1530 er-i)-CH 2 - 12 0 R 



H 



9 _/=< 
-CH 2 -r|C-^ 



.CF, 



1531 h 3 CO-^~^-ch 2 - 12 0 R 



1532 



'a- 12 0 R 



H 



H 



-CH 2 -N-C-(~^ 
F 



,CF 3 




.CF 3 



H 3 CO 



1533 /=\ ~. 12 0 R 



H 3 cq 



1534 ho-Q^-CH 2 - 



12 0 R 



1535 b^hQ-ch 2 - 1 



2 0 R 



H 



H 



H 



-CH 2 -NhCH0 
F 



.CF 3 



9 



,CF 3 



-CH 



-CH 2 -M-C-^^F 



F 

,CF 3 



1536 H 3 co-^}-CH 2 - 1 2 0 



R 



H 



9 /= 



.CF, 



"CH^-N-C-^J-F 



1537 C-^}-CH 2 - 12 0 R 



H 



9 



PF 3 



-CH 2 -N-C-\ j-F 
H 



1538 



H 3 CO 
H 3 CO^Q-CH 2 - 



12 0 R 



H 



,CF 3 



-CH 2 -^-C-<fJ>-F 



1539 



H 3 CO 

HO-hQ^-CH 2 - 



12 0 R 



1540 Bi— (>-ch 2 - 12 0 R 



H 



H 



-CH 2 -NFC-^-F 



9 
-0 

9 /= 



,CF 3 



-CH 2 -M-C-^-F 
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Table 1.141 



1541 h 3 CO-^^-ch 2 - 1 2 0 



H 



rn n chirality ^. (CH2) Jl (CH2 v- G ^ R 



-CH 2 -N-C^_^-F 



1542 <j^~y~ CH t- 12 0 R 



H 



-CH 2 -N-C^_^F 
F 



1 543 



1545 



H,C 




H 3 C^c- 1 2 0 R 



1544 H^r>cH 2 - 1 2 0 R 




12 0 R 



H 



H 



~ CH ~^ c ~\_f~ F 



9 



F 

CF 3 




F 

.CF 3 



-CH 2 -N-C-nf~S 



H \=/ 



1546 H 3 CO-^^-CH 2 -- 12 0 R 

F F 

1547 h 3 coh0kch 2 - 12 0 R 

Br 



H 



H 



9 



PF 3 



-CH.-NFCHQ 



1548 H 3 C-^~)-CH 2 - 12 0 R 



9 9^3 



-CH 2 -N-C X 

H h 3 c 1:hI CH3 



1549 H 3°- < (^~ 



CH 2 - 12 0 R 



H 



p CH=C(CH 3 ) 2 
-CH 2 -N-C-<f 

H >-CH 3 

H 3 C 3 



1550 h 3 c-4>-ch 2 - 12 0 R 



H 



ci 

HN"C-N-^-OCH a 



-CH 2 -N-C-i^J) H 3 CO 



1551 H 3 C"^^-CH 2 - 12 0 R 



H 



-CH 2 -y-C 



•N(CH2 CH 2 OH) 2 
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Table 1.142 



Compd. R „>-(CH 2 )r k m n chirality R 3 
No. R 2/ 



-(CH 2 J- 



-06 



"(CHaJp-HCCH^G-R 
R 5 



1552 



H 3 C-<C}- 



ch,- 12 0 R 



H 



-CH 2 - 



553 h 3 c-£^-ch*- 



12 0 R 



H 



1 554 h 3 C-hQ>-CH 2 - 



12 0 R 



9 

-CH 2 -N-C v~n 

H ^ 



1555 



H 3 C-^Q^CH 2 - 12 0 R 



1556 » 3 C-^)-ch 2 - 12 0 R 



1557 H 3 C-4>-CH 2 - 12 0 R 



H 



H 



H 



9 1^ 

— CH2-N-C- 



^H 3 

>^ 

H " >N 
H 3 C 

9 ?H3 



-CH2-N- 



-f~9 



h yN 

H 3 C 

-CH 2 -N-C-^T 
H-.C 



1 558 h 3 o 



ch 2 - 12 0 R 



H 



— CH 2 — 



H 3 C N 



CH 3 



1559 h 3 c^(^-CH 2 - 1 2 0 



H 



9 ^ C(CH3)3 
h ■ jsr N 

H 3 C 



1560 H 3 C-\V-CH 2 - 12 0 R 



H 



9 y-v 

-CH 2 -NJ-C~^^m 



1561 h 3 c-0-CH 2 - 12 0 R 



H 



-CH 2 -N-C 
H 



O 9H 3 



CH 3 
CH 3 



1562 h 3 C-\)-ch 2 - 12 0 R 



H 



9 _y-v 

-CH 2 -N-C-^> 

0 2 N OCH3 
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Table 1.143 



Compd. R V(CH 2 )- k m n chirality R 3 -(CH 2 J- 
No. R ' ~* 



_ D 6 



p , „ (CH^G-R 
R 



1563 h 3 c-^(~^-ch 2 - 1 2 0 



R 



H 



-CH,-N-C-£) 



1 564 H 3 C^Q^-CH 2 - 



1565 



1566 



1567 



1568 



1569 



12 0 R 



£^C H 2" 12 0 R 

CH 3 



CH 3 




CH 3 

CH 3 
CH 3 

CH 3 
CH 3 



12 0 R 



12 0 R 



•^-ch 2 - 12 0 R 

CH 3 
PH 3 

£jVcH 2 - 12 0 R 

CH 3 



1570 h 3 cs-^)^ch 2 - 2 2 1 

1571 H 3 c^Q^CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-^J^CI 
H 3 CO 

0 2 N OCH 3 
9, 



-CH 2 * 



-CHj-Jj-C-£} . 
HN 

CI 

0 



-CH 2 -N- 



9 X 

H 2 N 



CI 



-CH2- 



1572 Q+t^ycHr 2 2 1 



H 



-CH 2 -N-C^f x > 



H \=/ 



1573 H^jf^O^- 2 2 1 



H 



CF 3 



-CH 2 -N-C- w 
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Table 1.144 



Compd. R V(CH 2 ) r k 
No. FT 



R 



m n chirality R 3 -(CH 2 )^t— (CH 2 )5-G-R 



:-o6 



1574 H.KZhrKIW 2 • 2 1 



H 



-CHo-N-C-f > 



.CF 3 



H V==/ 



1575 c^^^^^ch,- 2 2 



H 



-CH 



1576 



2 2 1 



H 



-CHo-N-C-/ - ^ 



,CF 3 



H \==/ 



1 577 HO(CH^-J+C-<Q>--CH,- 2 2 1 



-CH 



.CF 3 



1578 



H 3 C 



CH 2 - 



2 2 1 



H 



-CHa-NJ-C-^J 



1579 



CH 3 



CH 2 ~ 



2 2 1 



H 



-CH 2 -jvhC^J 



1 580 Q-N-O-Q-CHa- 



2 2 1 



H 



ff 



.CF 3 



-CH 2 -NrC- w 



1581 Cr-<(^-CH 2 - 2 2 1 



1582 CFhQ- 



CH 2 - 2 2 1 



1583 a-Q-CHf- 12 0 R 



1584 CFh(>-CH 2 - 12 0 R 



H 



H 



H 



H 



9 Br 
O O 

o o 



.CFn 



-CHo-rvhC-f x > 



H )=/ 
H 2 N 



-CH. 



r&0 

H 2 N 



PCF 3 
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Table 1.145 



R 1 

Compd. VfCHjV- k m n chirality 
No. Ft 



1585 cH^~)-ch 2 - 1 2 0 R 



R 3 



H 



-Q6 



p , „ (CH^G-R 
R 5 



-CH 2 - 



1586 Cf-<(~^-ch 2 - 12 0 R 



H 



CI 



_ CHa _^ c _0 



1587 C(-kQ^-ch 2 - 1 2 0 



R 



H 



-CH 2 -^C-H^> 



1588 chhQ^ch- 1 2 0 R 



H 



n ,w CH 3 
- C h 2 -£FC-Q> 



1589 h 3 c-h(Vch 2 - 12 0 R 



1590 h 3 C-\ >-CH 2 - 12 0 R 



1591 H 3 c-^y~ 



CH,- 12 0 R 



H 



H 



H 



,CF 3 



-CH 2 -I^C-0> 
H 2 M 



-CHa-f^-C-/ > 



.OCF 3 



H >==/ 
H 2 N 



-CH 2 -N-C-<_ X > 
H ^=N 



1592 H 3 c-(~)-CH 2 - 1 2 0 



H 



-CH 2 -N-C-<f~S 



CI 



1594 



1595 



1593 h 3 c-< >-CH 2 - 12 0 R 



CH 3 



12 0 R 



PH 3 

CH 3 
CH 3 

JQ^CH 2 - 12 0 R 



H 



H 



H 



-ChU 



-CH 2 -N-C-f x > 



.CF, 



H >==/ 
H 2 N 



-CH 2 -^C-0> 
H 2 N 



,OCF 3 
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Table 1.146 



Compd. R S-(CH 2 )r k m n chirality 
No. Pr 



R 3 -(CH 2 ) r h-(CH 2 )^G-R 



:-d6 



1596 



1597 



1598 



1599 



CH 3 



CH 2 - 12 0 R 



CH 3 
CH 3 





12 0 R 



CH 3 
CH 3 

/-CH 2 - 12 0 R 

CH 3 
CH 3 

>-CH 2 - 1 2 0 R 

CH 3 



1600 c ^O^ CH 2- 2 2 1 

1601 CH^^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



h n=/ 



-CH 2 -N-C-Q> 



-CH 2 -N-C-0> 
H 2 N 



-CH 



H 2 N 



OC F a 



1602 



CH^^-CH 2 - 2 2 



H 



-CH 2 -^C-/ ^> 
H \=N 



Br 



1603 Ch^)-CH 2 - 2 2 1 



H 



9 



1604 Ch "0~ 



CH 2 - 2 2 1 



9 



-CH 2 -NHO 



1605 >-ch 2 - 2 2 1 



H 



-CH 2 



~ CH 3 



1606 Cf-\ >-CH 2 - 12 0 R 



H 



9 ^ SCF3 



-CH 
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Table 1.147 



Compd. R> >-(CH 2 )r k m n chirality 
No. R 2/ 



1607 



h 3 c-<(^)-ch 2 - 12 0 R 



H 



-(CH 2 )^(CH 2 )5-G-R C 
R 5 



SCF 3 



-CHa-N-C-^^/ 



1608 



CH 3 
CH 3 



1609 ch ~^y~ 



12 0 R 



CH 2 - 2 2 1 



H 



H 



_ CH _N_E_£j> 



SCF 3 



9 



-CH 2 -N-C-(_) 



SCF 3 



CF 3 

1610 (^„l^y CH2 - 2 



1611 c ^i{>c 



2 1 



2 2 1 



H 



H 



-CH 



1612 H 3 CO(CHdr-N-C-£)- CHj ~ 2 2 1 



1613 ^o^-IE-Qkch,- 



2 2 1 



H 



H 



-CH 



1614 F 3 CS-{^-CH 2 - 1 2 0 



R 



H 



1615 F 3 CS^j^-CH 2 - 2 2 1 

1616 F 3 C^h^-CH 2 - 2 2 1 



1617 F 3 CS-\ >-CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C-< > 



.CF 3 



H \=/ 



-CH 2 -NhC-f X ) 



H >= / 
H 2 N 



~CH 2 -M-C-< > 



H >=/ 
H 2 N 
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Table 1.148 



1 Q 4 

Co ™ pd - "s>" (CH 2)r k m n chirality ' R 3 -(CH 2 ) r F-(CH 2 )q-G-R 6 
No. W h r5 

1618 H3CC ^_ CHa _ 1 2 0 R H ~CH 2 -Jc^ 



1 61 9 



1 624 



1625 HO— { >-CH 2 - 1 2 0 R H 



HO p v OCF 3 

H 3 CO-Q-CH 2 - 1 2 0 R H -CH^C-£5 



P F 3 



1620 H3CC ^=\ CH2 _ 12 0 R H -CH 2 -^-0 

F 

1621 H3CC ^-ch 2 - 1 2 0 R H _ CH2 _^?_^!; 

HO ^ P / CF 3 

1622 H3CO _^_ch 2 - 1 2 0 R H _ C H 2 -^c-Q-F 



623 hohQ-CH 2 - 12 0 R H _ CH2 _N.?_^> 



F 

Br 



H^>CH 2 - 1 2 0 R H ^ CH „^_£j> 



PCF 3 



-CH 2 -rshC-/~^ 



9 - CFa 



"»2 

* H \=< 

F 



9 



1626 ho-<Q^-ch 2 - 1 2 0 R H -ch 2 -n-c- 



H 

9 



F 



CF 3 



1627 hohQ^ch 2 - 1 2 0 R H ~ ch 2~[| c -<C^~ F 

F 



1628 h 3 cs-hQ^ch 2 - 1 2 0 R H ~ ch 2~^"^^ 



P F 3 



F 
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Table 1.149 



Compd. R V- (CH2 v_ k m n C hirality R 3 
No. 



-(CH 2 )^f-(CH 2 ^G-"R 
R 5 



-d6 



1629 HaCS-nQy-CHa- 12 0 R 



H 



.CF, 



-CH 2 -M-C— f V-F 



P 



1630 H3C YVcH 2 - 12 0 R 



H 



1631 HjNCHj— ^^-CH 2 - 12 0 R 



H 



ci 

1 632 CF3-0~ CH 2" 



12 0 R 



H 



-CH 



1633 



NC-^J-CH 2 - 



12 0 R 



H 



1634 (KiC)aCH-Q-CH?- 12 0 R 



H 



-CH 2 -N-C-^J> 



1635 



H 3°-0~ 



CH 2 - 12 0 R 



9 



H -CH 2 -N-C— ^)-C(CH 3 )- 



1636 h 3 c-Q^-CH 2 - 12 0 R 



1637 



1638 



1639 




^H 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CH 2 - 



H3C.CH3 



H -CH 2 -N|-(>hQ^(CH 2 ) 4 CH 3 



H -CHa-N-C-^^-CKCHgJaCH, 



-CH 2 -^CH^^-^C-OCH 2 CH3 
H 2 N 
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Table 1.150 



R 1 

Compd. M ^>-(CH 2 )j- k m n chirality 



R 3 



"(CH 2 )i(CH 2 ^G-R 
R 



-□6 



1644 



CH 3 

1640 ^^ CH 2- 

CH 3 
CH 3 

1641 6^ CH ^ 

CH 3 
CH 3 

1 642 ^ 

CH 3 
CH 3 

1 643 7 

CH 3 
CH 3 



CH 3 
£^~CH 2 - 

CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 




ch 2 - 12 0 R 



CH 3 



1 645 p^O^ CH 2 



1 646 ^l^" 082- 



12 0 R 



12 0 R 



1647 h 3 c(ch 2 ) 3 -hQh-ch 2 ~ 2 2 1 



1648 h 3 c(ch 2 ) 3 -0^ ch 2- 12 0 R 



1649 h 3 c(ch 2 ) 2 -^/-ch 2 - 2 2 1 



1650 h 3 c ( ch 2 ) 2 -^)^ch 2 - .12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH^^C-^Vn-(CH 2 ) 3 CH3 
H \=/ H 

~ C H 2 - N- C-^^- OC F 2 C HC ) F 

_CH 2~[| C_ \ = / N 



9 

-CH 2 -N-C- 
H 




— CH- 



_CH 2 _M- C -<^ 
-CH 2 -N-C-^> 



-CH 



O CF3 
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Table 1.151 



R 1 

Compd. \- (C H 2) k m n chira|jty 

No. 



-(CHa^CCH^G-R 
R 5 



-Q6 



1651 h 3 c(ch 2 ) 3 -{ >-ch 2 - 2 2 1 



H 



1652 h 3 c{ch 2 ) 3 -\ >-ch 2 - 2 2 1 



1 653 h 3 c(ch 2 ) 2 - 



r-Q-cH a - 2 2 1 



H 



H 



h 2 n : 



Br 



-CHf-^C" 



CH 2~\ i™(CH 2 ) 2 Chb 



1654 H3C(ch 2 ) 2 -\ }-ch 2 - 2 2 1 



1655 h 3 c(ch 2 ) 3 ~\ )-c* 2 - 2 2 1 



1656 h 3 c(ch 2 ) 3 -^~ch 2 - 2 2 1 



1657 HiC(CH 2 ) 2 -^y-cH 2 - 2 2 1 



H 



H 



H 



H 



*_M 8r 

_CH 2 -N-C-^J» 
H 2 N 
o P 

-CHs-hfC-^} 

\h2-Q>— (OHjbCHl 

-CH 2 — N-C—4 > 
H 



HoN 



o 

~CH2— N-C 



O / Q 



cHf\i— (CH 2 fec Hi 



1658 h 3 c(ch 2 ) 2 -hT/-ch 2 - 2 2 1 



1659 C 



-o- 



ch 2 - 2 2 1 



H 



H 



ff/=< Cl 

-CH 2 -^C-^_J> 
H 2 N 

-CH 2 -^-C-^^ 
H 2 N CI 



1660 B 



ch 2 - 12 0 R 



H 



,CF 3 



1661 B 



-O- 



CH 2 - 12 0 R 



H 



-CH 2 -N-C-< ^ 



PC F a 



H )=/ 
H 2 N 
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Table 1.152 



Compd. V- (C H 2 ) r k m n chirality 
No. R 2 



R 3 -(CH 2 )s^-(CH 2 )5"G-R 6 



1662 Br ^O^ 



CH 2 - 12 0 R 



1663 Br-^J^-CH 2 - 



12 0 R 



1664 h 3 C&hQ-ch 2 - 2 2 1 

1665 H3CS-hQk-ch 2 - 2 2 1 



1666 h 3 CS-^>-CH 2 - 2 2 1 



1667 HbCCH 2 -^}-CH 2 - 2 2 1 



1668 H3Cch 2 -^^-ch 2 - 2 2 1 



1669 H3CCH 2 -Qhch 2 - 2 2 1 



1670 KjCCH^ >-ch 2 - 2 2 1 



1671 b,cch 2 ^}~ch 2 - 2 2 1 



1672 ^cch 2 -< >-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



_ C H 2 -^c-^} 
H 2 N 

-CHj-fj-C-^. 
- H 2 N 



-CH 2 -ftC-Hf > 
H 2 

9 



pCF 3 



H )=/ 
H 2 N 



-CH 2 — js|-C- 




-CH 



H 2 N 



-CHa-N-C-fjK-F 
H 2 N 

H 2 N 



-CH 2 



H )=/ 
H 2 N 



-CH 2 -N-C-0 
H 2 N 



PC F 3 



•jCF a 



H 2 N 
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Table 1.153 



R 1 

Compd. ^ (CH2) k m n chiratity * R 3 

No. R 



-(CH 2 )i(CH 2 ) T G-R t 
R 



1673 H^cc^-^y-c^- 2 2 1 



H 



— CH 2 — N-C — CI 



1674 F-^(~)^CH 2 - 2 2 1 

1675 F-^^CH 2 - 2 2 1 



1676 F-^~)-CH 2 - 2 



1677 



1678 



2 1 



\jrCH 2 - 2 2 1 



CH 2 - 2 2 1 



1679 F-<QhcH 2 - 2 2 1 

1680 f-hQ-ch 2 - 2 2 1 



1681 F-C^-CHr 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H Q^ Br 



— CH a — N-O-f >- 

9 



9™cru~\ 7 F 

^ H >=/ 
H 2 N 



— CHo— N-G 



H 




H 2 N 

9 



H 2 N 

~ CH 2~^ C "\J ) 

H 2 N 
H 2 N . 



-CH*-NhC-f X > 



PCF 3 



H >=/ 
H 2 N 

H >=/ 



.CF 3 



1682 ^-Q^ 0 ^- 2 2 1 



H 



-CH 2 -|^C~^JK-CI 



1683 



ch 2 - 2 2 1 



H 



-CH 2 -r^c-^jj^ 



Br 
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Table 1.154 



Compd. R V-(CH 2 )r- k m n chirality " R 3 -(CH 2 fe^-(CH 2 )^-G-R 
No. R 5 

-CH 2 -N-C-K^^F 
H 2 N 

i-A 



1684 O^^^Q-ch,- 2 2 



1685 o-tfHD^- 2 2 1 



1686 Q^H^ch,- 2 2 1 



1687 (Jr-^c^Q-c»,- 2 2 1 



1688 o-jr^O- cH2 - 2 2 1 



1689 O-ffHl)^ 2 " 2 2 1 



1690 0"h ^-0~ CH2_ 



2 2 1 



H 



H 



H 



H 



H 



- CH =~!t c - >.. 

H 2 N 

-CH^N-C-^J 
H 2 N 



-CH 



H 2 N 



C! 



-CH 2 -N-C-^0 
H 2 N 



-CH 2 -N-C-^ 
H 2 N 



PCF 3 



H 2 N 



,CF 3 



1691 Q^H> CH2 " 2 2 1 



H 



9 



-CH 2 -N-C- 
H 



Br 



1692 H3 C^-CH 2 - 



1 2 0 R 



H 



-CH 2 -N-C-< £ 

h cr^ Rr 



1693 



,CH 3 



,CH 3 

1 694 H 3 C-Q-CH 2 - 



12 0 R 



12 0 R 



H 



H 



~CH 2 -^C-^-F 
H 2 N 

" H >=/ 
H 2 N 
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Table 1.155 

Compd. "S-fCHaJj- k m n chirality R 3 -(CH 2 )J-(CH 2 )q-Q-R 6 
No. R 2 ^ r 5 

.CH 3 ? 



1695 H3 C-r^CH 2 - 1 2 0 R H "CH 2 -^C-p 

— ' H 2 N 

,CH 3 9 W' 

1696 h 3 C-^CH 2 - 12 0 R H -CH 2 -^C- , 



1697 u . r TL,u, 1 2 0 R 



CH 3 

h 3 c-\>-ch 2 - 



2 / 

H >=/ 
H 2 N 

CI 



■CH 3 ? W 

v 1 2 0 R H -CH 2 -N-C-f > 



H 3 C-( — CH 2 — * H ) — ' 

v J H 2 N 



OCF 3 

1698 HaC-^-C- 1 2 ° R 



r-N-C-f X > 

P F 3 



-CH 2 ~ • - - . H >=/ 

H 2 N 



-CH 3 

1699 H3 c<i-CH 2 - 1 2 0 R H -ch.-^c^J 

H 2 N 



1700 1 2 .0 R H _ CH2 _,Xf"i_c. 



H 



1701 H3C=CH-^-CH 2 - 1 2 0 R H -CH 2 -N-C- 



H 2 N 



o > cp 3 

1702 H 3 CO^Q^ CH 2- 1 2 0 R H - CH 2-^ C ^3 

H 2 N 

1703 P-^D^ CH 2- 1 2 0 R H -ch 2 -n-c-^ 

O H 2 N 

O / CF 3 

1704 hohQkch 2 - 1 2 0 R H -CH 2 -[^C^3 

H,N 



ci 9 /-< CF3 

1705 cmC^CH 2 - 1 2 ° R " ' ~ CH2 "^ C "0 



H 2 N 
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Table 1.156 



C °No Pd ' R ^ CHa ^ k m n chirality "R 3 ~(CH 2 ) r F r (CH 2 VG-R 

R 



4 

-□6 



1713 



H 




H 




HO 




1706 p^^" CH 2- 12 0 R h -CHr-N-C-^S 



9 



H >=/ 
H 2 N 

9 ' CFa 



1707 h 3 cs-^Q^-ch 2 - 1 2 0 R h- ^ CH 2-^ C "~ < ^> 



H 2 N 



1708 ^cch 2 -^^ch 2 - 1 2 0 R h ~ ch 2~|^ c ~~^3 



CF. 



1709 (HjC) a CH-£^-CHr 1 2 0 R H ~ CH 2~^ c ""^l5 



3 



H 2 N 



1710 b^Jkch 2 - 1 2 0 R h .ch^^V^ 

H 3 C 



CF 3 



H N==/ 



CH 3 CF 3 
1711 ^~CH 2 - 1 2 0 R H _ CHa _J_^ 



H 3 CCH 2 q ^ y CF 3 



1712 HCHQ^CH,- 120 R ■ H _ CHa _^_^ 



H ^=^_ CH2 - 1 2 0 R h -ch 2 -J-{^ F3 



H \=/ 

.CF 3 



1714 H 3 CCH>-CH 2 - 1 2 0 R H _ CH ,_^_/"t 



• cH2 -^r c - w 



1715 S=J 1 2 0 R H „„ KL ? 



1716 



CP" 0 " 2 " 1 2 ° R H "CH 2 -M-C-^ C 
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Table 1.157 



R 1 

Compd. n >-(CH 2 )r k m n chirality 
No. FT 1 



R 3 ~(CH 2 ) r f-(CH 2 )q-G-R 



1 A = 
R~ 



;_ D 6 



OCH 3 

1717 h 3 CO-0-ch 2 - 1 2 0 R 



1718 



1719 



rVcH,- 12 0 R 



CH 3 



fVcH 2 - 12 0 R 

N 



H 



H 



H 



CF 3 



-CH 2 -!^C^W> 
_ C H 2 -r|C^Q 



-CH 2 -<+C-^J 



H3CO-C. 

1 ^C-Q-CH,- 
CH 3 



1722 



1723 



12 0 R 



1721 HjCCHa-^TVcHj- 12 0 R 



CH a- 1 2 0 R 



CH 2~ 12 0 R 



.CH 3 

1724 H 3 C-0-CH 2 - 



,CH 3 



12 0 R 



1725 H 3 C-yj-CH 2 - 12 0 R 

H 3 C 

1726 H3CCH 2 -0^ CH 2- 12 0 R 



H 



H 



H 



H 



H 



H 



- CH *-ft c "w 



-CH 2 -h|-C-^> 
F 

_ C H 2 _^c-^> 
• F 

- C H 2 -N-C-<^> 
F 

-CH 2 -NFC-^> 

. F 

-ch,-n-cmQ 



-CH 2 -N-C-^J^-F 



1727 



2" 1 2 0 R 



H 



-CH 2 - 
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Table 1.158 



R 1 R 4 
C NT d " R 2>" (CH2) r k m n chirality R 3 -(CHaJ^CH^G-R 6 

1728 j^p-CHr- 1 2 0 R H _ CHa _J_^C 



1729 



H 3 C-\ /~CH 2 - 
H3 




P H 3 0 PF 3 

12 0 R H .1 



-CH 2 -N-C-^-F 



1730 ^v™, ^ H -°*ir<S 



1731 H3ca o^ cH2 - 1 2 0 R h _ CHz _j?_m cF3 

H H \=/ 



P F 3 



1732 hoch 2 -hQ^ 2 - 1 2 0 R H _ CH ^JL^ 



1733 £^~)^ CH 2- 12 0 R H -ch 2 -m-c-^^f 



1734 H 3 C^Q^CH 2 - 1 2 0 R H ^ ch ^c^^^f 



F 

.CF 3 




F 

,CF 3 



1735 HiCCHs— ^^-ch 2 - . 1 2 0 R H -ch 2 -j^cH^^-f 

F 

JCF 




3 



1736 £^)~ CH 2- 1 2 0 R H - C h 2 -n-c-h^-f 



F 

CH 3 O / Cp3 

1737 h 3 c-Qhch 2 - 1 2 0 R h -ch^o-Q-f 

F 

/ CHa O ,CF 3 

1738 h 3 c-hTJ»-ch 2 - 1 2 0 R h -ch 2 -m-c-Q)-f 

H,C F 
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Table 1.159 



Compd. R S_ (CH ) k m n chirality 

No. R 2/ ' 



R 3 -(CHa^prf-^Ha^G-R 
R 5 



-06 



1739 (HjC) 2 ch-{/-ch2- 12 0 R 



H 



9 



-CH 2 -N-C n _ 




1740 



6> 



ch 2 - 12 0 R 



H 



9 



.Br 



1741 H 3 CS-^^CH 2 - 12 0 R 



H 



1742 H3CCH 2 -<7/~ CH 2" 12 0 R 



H 



-CH,— N-O 



.8r 



H 



1743 




x>-CH 2 - 12 0 R 



H 



1744 



/=< 



CH 2 - 



12 0 R 



H 



-CH 2 -N-C-<_} 



<CH 3 



1745 



H 3 C-^~J>-CH 2 - 12 0 R 
H 3 C 



1746 (Hbc) 2 cH-<Q^CH?- 12 0 R 



H 



H 



-CH.-N-C-^) 



1747 



CH 2 - 12 0 R 



H 



9 -rC 

-CH 2 -w-c-<f x ) 



h y=s 



1748 h,cch 2 -^Vch 2 - 12 0 R 



H 



H >==/ 



,CH 3 



1749 h 3 C-^-CH 2 - 1 2 0 R 



H 



9 



-CH 2 -M-C- 




Br 



H 2 N 
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Table 1.160 

C °N^ Pd - b2> (CH *>r k m n chirality R 



_ D 6 



No R 2/ 1 2;i k m n Cn,rallt y R -(CH 2 )pi-(CH 2 )q-G-R 

R 



1750 



1753 



1754 



CP~ CH2 ' 1 2 ° R " -CH 2 -N-C ff -^ 

1751 h 3 c^^^ch 2 - 1 2 0 R H _ CH ,_^_^ C 

1 752 k,cch 2 mQ^ch 2 - 12 0 R H — ch,— m-c— 

ZP~ CH2 ~ 1 2 0 R H -ch 2 -J-^ 

m r--/\_/-u 1 2 0 R H V H 

H3C_ \_/ -CH 2" -CH 2 — H" C \l=/ 

.CH 3 o 

1755 h 3 c-0^ch 2 - 1 2 0 R H _ CH2 _JL^-4 

H 3 C 2 H 

1756 (H.chCH-Q-cHr 1-20 R h _ CHr _ N .gL^ 

Br. Br 

1757 B -Q-CH 2 - 12 0 R H -CH 2 -J-fi 



Br Br 
Bt Br 



Br Br 



OCF 3 



PCF a 



3 



3 



3 



H \=/ 

H " W 

CF 3 



1758 h 3 co-£Vch*- 1 2 0 R H _ CH ^£/-< 



" cH2 ~[r c " w 



1759 H 3 c-{ ,:= V-CH r 1 2 0 R h 

w o 

CHjCH, 

1760 h 3 chQ-CH 2 - 12 0 R H -ch^c^Qhocb, 

9 CF,CHCIF 
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Table 1.161 



C °NT d ' R^" (CHz) r k m n chiralit v 



R' 



-(CH 2 ) F i-(CH 2 )^G-R 6 
R 5 



1761 h 3 c-^^-ch 2 - 1 2 0 



1762 



R 



£^>-ch 2 - 1 2 0 • R 

CH 3 



CH. 




H 



H 



O 



9 y^Q-c, 

-CHz-fvhC-^J) CI 



-CH,- 



O 
II 



1763 



2 2 0 



H 



-CH 2 -N-C- 



PCH 2 CH 3 



H \= 



1764 



1765 



1766 



1767 ch-Qk 



2 2 0 



<Q^CH 2 - 2 2 0 



2 2 0 



CH 2 - 1 3 1 



H 



H 



H 



-CH 2 CH 2 -N-C' 



OCH2CH3 



(S) 9 0CH2CH3 

-f H :B"°-0 

C H 2 C H (C H 3) 2 



(fl) 9 PCH 2 CH 3 
— CH-N-O 
GH2CH(CH3) 2 

, ^ QCH2CH3 

- cH 2-{t c_ 0 



1768 ci-^~^ch 2 - 



1769 



1770 



1771 



1 3 1 



^>-ch 2 - 12 0 R 
ch 3 




CH 3 



CH 3 
CH 3 



12 0 R 



ch 2 - 12 0 R 



H 



H 



H 



OCH2CH3 



-c H 2 C Hg- m- c~^J) 

- C H2- N- C~/~V" OC H 3 
H W 
CI-CHCF2O 

F 

HN-C-N— { V" 

fr c-< L> ci 



-CHjr-t^-C 



9 



-CH 2 -N-C^P> 

(H 3 C) 3 C-<pH-N-C^ 
H 3 C O 
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Table 1.162 



C ° N n J ) Pd - pa>( CH 2)j- k m n chirality 'R 3 -(CH 2 )^(CH 2 ) ? -G-R 6 

R 



4 



1772 



,ch 3 

^" CHr 1 2 0 R H 




P H 3 9 



-chj-n-c-h' j 

1773 ^/>"CH 2 - 1 2 0 R H H,c-0^fK 



o 



CH 3 h 3 c 
CH 3 _ 

^ch 2 - 1 2 o R h _ ^^^> OCH ' 



-CH,-.v ; h 3CO 



CF 3 



1775 HO "^) KCH 2- 1 2 0 R H _ C h 2 -^c-/3 

H 3 CO H H 2 N W 

1776 H 3 cc> -yy- CH 2- 12 0 R H -ch 2 -^c^J> 

HO H H 2 N 

1777 ci-hQ^ch 2 - 2 2 1 - H - CH 2-[| C ^^ 

Cl H 2 N 

1778 h 3 c--^^kch 2 - 2 2 1 H ~ CH 2~{^^~^^ > 



H 2 N 



1779 <^^y cH ^ 2 2 1 - H ^ CH 2-[|C-^3 



CF 3 



H 2 N 



1780 Br— <^~~^-CH 2 - 2 2 1- H -CH 2 -N-C-^^ 

H 2 N 

1781 HO-^^-CHs- 2 2 1- H ~ CH 2-|^ c ^y3 

H 2 N 



1782 h 2 och-^J^-ch 2 - 2 2 1 H -CH 2 -^C-<f> 



h" C ">=/ 
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Table 1.1 63 



°°No P6 ' R 2/ (CH2) '~ k m n chiralit V R 3 -(CH 2 )^(CH 2 )^G-R 6 

R 



1 783 no 



1786 



1790 



:-^~^-CH 2 - 2 2 1 H -CH 2 -N-C-~f^ 



H )=/ 
H 2 N 

s? * CF ' 



1784 <^~^-ch 2 - 2 2 1 - H -ch 2 -^c-/^ 



H >=/ 
H 2 N 

1785 ch 3 (Ch 2 ) 2 -hQ-ch 2 - 2 2 1 H ~ CH 2~[^ C ~^3 

H 2 N 

CF n 



<^J^ C ^2- 2 2 1 - H - CH 2"[^C-^) 

H 2 N 

ff /-< CF3 

1787 ^(c^-^^-ch^ 1 2 0 R H ~ CH 2~^ C ~ < (3 

H 2 N 

1788 h 3 c-^-ch 2 - 2 2 1 K -ch 2 -^c-^J> 

H 2 N 

O / 3 

1789 HsCOhQ^ch^ 2 2 1- h ~ ch 2~[^ c ^y3 

H 2 N 



Ch^^H-CH 2 -- 1 2 0 S H ~CH 2 -N-C-^^> 



H >=/ 
H 2 N 



1791 Ch ^]}^ CH 2" 1 2 0 S H " CH 2"{^^^^5 



CH 3 <p / 

1792 h 3 C-^-CH 2 - 2 2 1- H -CH^CH^F 

H 2 N 

CI <p / 

1793 c^ycHr- 2 2 1- H _ C h 2 -^chQ-f 

HoN 
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Table 1.164 



Compd. R S-(CH 2 )i 
No. R 2X 2h 



T~ k m n chirality 'R 3 



R 5 



1794 h 3 c-<Q^ch 2 - 2 2 1 



1795 



1801 



1802 




\J~CH 2 - 2 2 1 



1796 8^hQ^ch 2 - 2 2 1 

1797 hc-<Qkch 2 - 2 2 1 



1798 h 3 co-hQ^-ch 2 - 2 2 



1799 HjOch-Q-chj- 2 2 1 



1800 nc-<Q-ch 2 - 2 2 1 



<0 CH *- 



CH,- 



2 2 1 



12 0 R 



H 3 CCH 2 0 



1803 ho-^^-ch 2 12 0 R 

H 3 C 



1804 h 3 c(Ch 2 ) 2 -<>-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH 2 ~M-C-f V- 1 



H >=/ 



Hp N 



9 



-CHj-f^C-^jK-F 
H 2 N 




CH r N-C—f V-F 
H 2 N 

-CH 2 -j^C-^J^-F 
H 2 N 

-CHa-N-C-H^J^F 
H 2 N 

-CH 2 -N-C-^^^-F 
H 2 N 

— CH 2 — N-C — — ^ 
H 2 N 

-CH 2 -N-C— ? ■ V-F 



H 2 N 

9 



CF, 



_CH 2 _m- C -0 
H 2 N 

_ CH2 -M-CH0 
H 2 N 

H 2 N 
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Table 1.165 

— - _ 



C ° N ^ pd - p2>( CH 2)r k m n chirality R 3 — (CH 2 )^-j^-(CH 2 )q-G-R 



1807 



1810 



181 1 



1814 



-p5 



SC F 

1805 Br-Q-CH,- 1 2 0 R H -CHrN-S-C} 



1806 H 3 ca-^> C H 2 - 1 2 0 R H _ CH _J?_^ 

h^>Ch 2 - 12 0 R H -ch 2 -%1-{^ 



SCF, 



SCF, 



1808 N . r ^7=\ rw ._ 1 2 0 R H .ru^LA 



SCF. 



3 



H 3 CO-^y-CH 2 - n -CH 2 -N-C 

1809 ho~^ch 2 - 1 2 0 R H _ CH _^t^5 



SCF 3 



^> CH ^- 1 2 0 R H -cH^t-H^ 3 

(^P' CH * _ 12 0 R h -ch 2 -^?-^> SCF3 



9 ' SCF3 



1812 H 3 CS-^>CH 2 - 1 2 0 R H -CH 2 -J>^5 



1? SCF " 



1813 h 3 cch 2 -^>ch 2 - 1 2 0 R H -CH 2 -Jc-^j> 

?>> CH2 " 1 2 0 R H -CH 2 -J-{^ 



3 



1815 H3CH (=^ch 2 - 1 2 0 R H -ch^Q 
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Table 1.166 



18 5 



Compd. R V (C H 2) k m n chira | ity R3 
No. Pr 



R 

•(CHs^lCH^G-R 5 
R 5 



1816 (CHjjCiU /-car- 12 0 R 



H 



9 



-CH 2 -N-C- 

H \=/ 



SCF-, 



1817 (ch 3 ) 3 ch^-ch 2 - 12 0 R 



H 



9 



-CHa-N-C- w 



'-ri 



SCF 3 



1818 B{ ^C5^ 



CH 2 - 12 0 R 



H 



PCHF 2 



H \=/ 



1819 H 3 CO^^-CH 2 - 12 0 R 



H 



9 / OCHF 2 

— CH 2 -N-C-^ ^ 



H 3 CO 

1 820 ho^ch 2 - 1 2 0 R 



1821 




H3CO-4 >-CH 2 - 



12 0 R 



H 



H 



-CH 2 -^C-{3 
-CH 2 -N-C^^ 



OCHFo 



PCHF 2 



1822 



1823 



1824 



ch 2 - 12 0 R 



O^J^CH 2 - 



12 0 R 



2" 1 2 0 R 



H 



H 



H 



PCHF 2 



OCHF 2 



-CH 5 



PCHF 2 



1825 h 3 cs-{^ch 2 - 12 0 R 



H 



PCHF 2 



1826 H 3 ccH 2 -\jKCH 2 -- 12 0 R 



H 



-ch 2 -^ch(3 



OCHFo 
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C °™ pd - d2 >( CH 2)]- k m n chirality R 3 -(CH 2 fcf- (CH 2 krG-R 6 

(NO. R p q5 



1827 



1837 



CH ; 

H 3 C 



1836 



PCHF 2 



CH 3 OCHF 2 

828 h 3 c<>ch 2 - 12 0 R h -c* 2 -Jc-{^ 



1829 H 3 c-\ ^CH 2 - 1 2 0 R h _ CH _ (vh <L^V 



9 

-c- 

H \= 



OCHF 2 



1830 (CHaJaCH-Q-CHa- 1 2 0 R H _ CH j^jL/ ^ 



OCHF 2 

H 



1831 Br-^>CH 2 - 1 2 0 R h -CH 2 -r t ?-^jr C(CH3)3 

1832 h 3 ccmQ-ch 2 - 1 2 0 R h _ CH _pJ.^ C(CH3)3 

1833 r^>CH 2 - 1 2 0 R ' H ^J^J CiC ^ h 

1834 H3CC ^>ch 2 - 1 2 0 R H -ch 2 -^?-^X C(CH3)3 

1835 hc^>ch 2 - 1 2 0 . R h - C H 2 -^?-^jr C(CH3)3 
J~£> CH *- 1 2 0 R H . CH2 .J^J CiCH2h 



cjJ^ cH >- 1 2 o r H _ CH2 _j_£jr 



9 O^C(CH 3 ) 3 
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Table 1.16 8 



18 7 



Compd. r V (C h 2 ) k m n chiralit R3 

No. 



ft 4 
R 5 



-(CHs^CCH^G-R 6 



1 838 h 3 CS-^j>-CH 2 - 



1841 



1 2 0 R 



1839 h 3 cch 2 -4 V-ch 2 - 12 0 R 



1840 




%_/- CH r- 12 0 R 



12 0 R 



CH 3 

H 3 C-iJ-CH 2 - 



.CH, 




1842 h 3 c-^j^-ch 2 - 12 0 R 

H 3 C 



1843 (CHahCH-^jHCHj- 12 0 R 



1844 (.CH 3 hC-^y-CH 2 - 12 0 R 



1845 h 3 cch 2 -\ }-ch 2 - 12 0 R 



1846 



CH 3 

H 3C-^y-CH 2 - 12 0 R 

H 3 C 



i847 (Ch 3 ) 3 c-^^-ch 2 - 12 0 R 



H 3 Ci 

1848 ur^^ru 12 0 R 




H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 - 



9 0^/C(CH 3 ) 3 

9 (V C(CH 3)3 

? O^C(CH 3 ) 3 
-CH 2 -j^C-<^J 

ff CX^C(CH 3 ) 3 
9 0^/C(CH 3 ) 3 

-CH 2 -rvhC-^J 

. ff CK/ C (CH 3 ) 3 
-CH 2 -hhC-\J 



CH 2"\ /-CH 2 CH 3 

SCF 3 



OCHF 2 



-CH 2 -N- 
H 
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Table 1.165 



18 8 



Compd. R S-(CH 
No. R 



1849 



1852 



2 12 0 R 



1850 h 3 cch 2 -<0^ch 2 - 12 0 R 



CH 3 

!851 H a c-Q-CH,- ' 2 0 R 



ch 2 - 12 0 R 



H 



H 



H 



H 



2 )r k m n chirality R 3 -(CH 2 )^-|— (CH 2 )^-G-R 




h 3 co 

1853 hc^>ch 2 - 1 2 0 R 



H 



— CH 2 -N"C 



c5> 



ch 2 - 120 R 



1854 



1855 H 3 ccH 2 -\j>-CH 2 - 12 0 R 



CH 3 

1856 h 3 c-^>ch 2 - 



12 0 R 



H 



H 



H 



a*. 



-CH 2 -^C-^ 



-CH 



to 



1857 




1858' Br-^^-CH 2 - 



12 0 R 



12 0 R 



1859 h 3 ccmQ^ch 2 - 12 0 R 



H 



H 



H 



— CHo-N-C-Hf > 



to 



H \=/ 



H 2 N 



Br 



Br 



H 2 N 
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Table 1.170 

R 1 R 4 
C NT d ' R 3>" (CH 2)r k m n chirality R 3 -(C^^CH^G-R 6 

R 



1862 



H 3 CC? O /" 

1860 Hr> J >= V rw 1 2 0 R h -CH 2 -rvhC-<f> 



1861 ^ ^/=V ^_ 12 0 R 





1 86 5 p-yjr~CH 2 - 12 0 R H -CH a -N-C- 

H 2 N 

CH 3 Br 

V 




Br 



H 2 N 

Br 



H 2 N 

HO-^J^-CH 2 - 1 2 0 R H -~ CH 2~[| C *- < Q > 

H 2 N 

9 a 



1863 o-yy-CH,- 1 2 0 R h ~ CH 2-^c-^> 



2 

H 

H 2 N 

Br 



1864 h 3 cs--^~^-ch 2 - 1 2 0 R H -CH 2 -N-C-f^ 



H >=/ 
H 2 N 



1866 H 3 c-^y-CH 2 - 1 2 0 R H -ch 2 -n-c- 

H 3 C H 2 N 

1867 (CH3) 2 chf-^-CH r 1 2 0 R H ~ CH 2~|^ C *^C3 

H 2 N 

,Br 



1868 (ch 3 )3C-hQ^ch 2 - 1 2 0 R h ~ CH 2~[| c ~ < y3 



1869 Br-^j>-CH 2 - 1 2 0 R H -CH 2 -N-C-H^> 



H )=/ 
H 2 N 

9 



1870 H 3 CO-H^j)-CH 2 - 1 2 0 R H ~CH 2 -rNhC-H^> 



H )==/ 
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Table 1.171 

R 1 f? 4 

Compd. 2 ^ (CH2 )._ k m n chirality R 3 -(CH 2 fe-|— (CH 2 fe-G-R 6 
No. R p5 

H 3 CO <jp /' 

1871 M r>-/V ru- 1 2 0 R H -CH 2 -fvhC^> 

H 2 N ' 

1 872 H3 (X^>CH r 1 2 0 R H -ch 2 -^?-h0 

H 2 N 



1878 



1873 hc^Q^ch 2 - 1 2 0 R H -CH 2 -hhC-^^ 



1874 



H >==/ 
H 2 N 



J^j^ch 2 - 1 2 0 R H ~ CH 2-^c-^^ 

H 2 N 



1875 ^^D^ CH2_ 1 2 0 R H -CHa-N-c-^^ 



H 




1876 h 3 cs-^)^ch 2 - 1 2 0 R H - CH 2~^c-<Q 

H 2 N 



1877 h 3 cch 2 -hQ^ch 2 - 1 2 0 R H ~' ch 2-[^ c ~C3 



h )=/ 

H 2 N 



Cr^^ 1 2 0 R H ~ CH 2-N-C-h^> 

H 2 N 

1879 h 3 c-hTJh-ch 2 - 1 2 0 R h — ch 2 -{^c-^^^> 

H 3 C H 2 N 

H 2 N 



1880 (ch 3 ) 2 ck-^Jkch2- 1 2 0 R H -CH 2 -hhc- ^ 



1881 (CH 3 ) 3 cH^jh-CH 2 - 12 0 R H ~ CH 2"[^c-^^ 



h )=/ 

H 2 N 
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Table 1.172 



C NT d ' R ^" (CH2)r k m n ChiraNty R3 ^(CH 2 ) F + 7 (CH 2 )^G-R 



1887 



1888 




1891 (Hi CH2 ~ 1 2 0 R H 



4 

-d6 



1882 Br-^J^CH r 12 0 R h -ch 2 -n-c-/^ 



H >=/ 
H 2 N 



1883 h 3 coh^~^ch 2 ~ 1 2 0 R H ~ CH 2"[| c ~y 



H )= / 
H 2 N 



1884 hH=>CH 2 - 1 2 0 R h "CHa-J-0 

HUN 



NO 



»^ - - - in. 



1885 □ rrvTVrM - 1 2 0 R H -CH 2 -|^C- 

H 2 N 



NO 2 



1886 ho-h^^-ch 2 - 1 2 0 R h " ch 2-[|C-h^^ 

H 2 N 

ct^}hch 2 - 1 2 0 R h ~ ch 2-[|C-h^ 



H >=/ 
H 2 N 



^^ CH 2"" 1 2 0 R h ~ ch 2-n-c-^> 

H 2 N 

1889 h 3 cs-^~)^ch 2 - 1 2 0 R H ~ CH 2-^c^3 



2 



H >= / 
H 2 N 



1890 h 3 cch 2 -^^-ch 2 - 1 2 0 R H ~ CH 2~{|C~ < w > 



NO? 



H 2 N 

9 



-CH 2 -^C-<0 
H 2 N 



CH 3 <jj> / 

1892 H 3 C-^CH 2 - -1 2 0 R H -cHfN-C-p 



NO, 



H 2 N 
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Table 1.1 73 



C N m o Pd ' R2>" (CH2) r k m n chiraiit y R 3 -(CH 2 )^(CH 2 ^-G-R 6 



1 893 h 3 c 



_R_ 

^ _____ NOs 

; ^0-CH 2 - 12 0 R H "~ CH 2-^c-Q> 

H 3 C H 2 N 

1894 (CHo) 2 cH-T)-cH r 1 2 0 R H -ch 2 -^c-/> 



1902 



H- 




2 H )-/ 
H 2 N 



1895 (ch3) 3 c-^^-ch 2 -- 1 2 0 R h -ch 2 -n-c-h^^> 



NO 2 



H >=/ 
H 2 N 



1896 ^co^Q-cHr 1 2 0 R H - CH 3^c-0 



OCF 3 



c- 

H 2 N 



PCFo 



1897 h 3 cs-^^ch 2 - 1 2 0 R H -ch 2 -n-c-/^ 



H >=/ 
H 2 N 

ff / OCF 3 



1898 h 3 cch 2 -h^^)-ch 2 - 1 2 0 R H ~ CH 2~j^ c ~ < y3 

H 2 N 

1899 (CHakCH-^^CHjr 1 2 0 R H ~CH 2 -j^cHf3 

H 2 N 

h 3 co 9 - oc ^ 

1900 /^V _ 1 2 0 R H 



-CH 2 -NhC-f J 



HO ~V_/ c 2 H 

H 2 N 



1901 h 3 c(ch 2 ) 2 -4 >-ch,- 1 2 0 R H ~ch 2 - 



H 2 N 

OCF 3 



g-^jKCH 2 - 1 2 0 R H ~ CH 2-[|C-^^ 

H 2 N 



1903 (ch 3 ) 2 chh^-ch2- 2 2 1- h ~ CH 2~[| cH ^ 



PCF 3 



H 2 N 
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Table 1.1 7 4 

C N m o Pd ' R 2^ (CH2) i~ k m n chiralit y R3 ~(CH 2 ) r F r (CH 2 ) T G-R 6 



O OCF 3 

1904 h 3 c(ch 2 ) 2 -hQ-ch 2 - 2 2 1 H ~ CH2 ~Jt c ^{3 

H 2 N 



1905 Cl 



^2 

ci o _/ OCF3 

H^-CH 2 - 1 2 0 R H -ch.-J^C-^ 



1911 c, 



H 2 N 

PCF 3 



1906 a^)^CH 2 - 12 0 R H - CH 2~^c-^_5 



H 2 N 

PCF, 



1907 HO^jKCHr 1 2 0 R h ~ch 2 -^c-0 



1908 h 3 co^jKCH 2 - 1 2 0 R h ~ CH 2"{^" C ^^3 



OCF 



3 



H 2 N 



1909 H 2 o=chH^-CH 2 - 1 2 0 R H -CH 2 -r^c--<^3 



PCF 3 



9 / OCF 3 



1910 Br-H^^CH 2 - 2 2 1 - H -CH 2 -hhC-/[^ 



H >=/ 
H 2 N 



a 9 /-< OCF3 

H_j^H 2 - 2 2 1 ~ H -CH 2 -N>C-p 



H 2 N 

PCF 3 



1912 HO-H^^-CH 2 - 2 2 1- H -CH 2 -NFC-^J^> 



H >=/ 
H 2 N 



CH 3 O /- 

1913 HiC _^=V CH2 _ 2 2 1 - H -CH 2 -^c^f> 



OCF 



3 



H 2 N 



O /" 

1914 h 3 c^Qhch 2 - 2 2 1 H -ch 2 -n-c-<Q> 



PCF 3 



FUN 
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Table 1.175 



19 4 



C °No 6 ' R^ >_(CH2) r k m n chirality r 3 



R' 



-(CHsJ^-f-CCHs^-G-R 6 
R 5 



H3CCH2Q 

1915 ho-<>ch 2 - 1 2 0 R 



1916 



1919 



1921 



1922 



H 3 C 



12 0 R 



H 3 CCH 2 0 

1917 2 2 1 



HO-^J>-CH 2 - 




1918 ho-O-ch,- 2 2 1 



NH 2 



NH 2 



NH 2 
NH 2 



2 2 1 



1920 CH V=\ C H 2 - 2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



9 



— CHp-N-C 



OCF 3 



H >=/ 
H 2 N 



OCF3 



H 2 N 



OCF. 
— CH 2-N-C-Hf X > 



H )=/ 
H 2 N 



PCFo 



H 2 N 



-CH 2 -fvhC-^> 
H 2 N 

-CH^CH^^F 
H 9 N 



9 



^° CF3 

-CH 2 -N-C-^J 
H 2 N 



-CH 



H 2 N 



OCF 3 



1923 8r-{^ 



ch 2 - 2 2 1 



H 



-CH 2 -N-?^> 



SCF 3 



1924 h 3 cch^^-ch 2 - 2 2 1 



H 



-CH 2 -NhC-^) 



1925 ^-Qkch 2 - 2 2 



-CH r N-C-(_> 
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p k m n chirality R 3 



-06 



-(CH 2 )^i-(CH 2 )^G-R 
R 



1926 f-^ch 2 - 2 2 1 



H 



-CH 2 -r^c-H^J) 



1927 



HoH C)~ cHr 2 2 1 



H 



— CH 2 - 



1928 



2~221 



H 



1929 



2~ 2 2 1 



H 



9 



-CH 2 -N-C 



SCF 3 



1930 h 3 CS-4>-CH 2 - 2 2 1 



H 



-CH 2 -N-C^J> 



1931 h 3 cch 2 — <Q>-ch 2 - 2 2 1 



H 



9 



— CH 2 -N-0 



,SCF 3 



1932 



CH 2 - 2 2 1 



H 



-CH 



<? ^ SCF3 



1933 



1935 



CH 3 



CH 3 

1934 h 3 c--Q^ch 2 - 2 2 1 

H 3 C 



o 2 ^^-^} K 



ch 2 - 2 2 1 



H 



H 



H 



ff /-< SCF3 
-CH 2 -f|C^Q 

ff _M SCF3 

-CH 2 -^C-<_) 



1936 H 3 c-^~^-CH 2 - 2 2 



H 



-CHj-prc-^J 
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Table 1.177 



q1 R 

Compd. ^. (C h 2) ._ k m n chiraHty R 3 _ (CH2) J)_ (CH2) _. G - R e 

No. R p5 

1937 (Ch^ch-Q-ch*- 2 2 1- H _ CH _^_£j> 

1938 Br-^Q-CH 2 - 2 2 1 H _ CH _^_^_ CH3 



1939 h 3 co-^^-ch 2 - 2 2 1 



1944 



1947 



H — CH 2 -N-C— CH3 



1940 M^>CH 2 - 2 2 1 H _ CH _^£_ < r^_ CH3 

F-^CH 2 - 2 2 1 - H -C» 2 -Nrl-{J-CH 3 

_ Br 

1942 ho^)^ch 2 - 2 2 1 H -CH 2 -ffC-^-CH 3 

1943 pO" 0 "*" 2 2 1- H _ CH .^^L CH3 

.Br 



C5D" CH2_ 2 2 1 - . H -CH 2 -Jc-{^CH 3 



1945 h 3 cs-hQ>-ch 2 - 2 2 1 H - C H 2 -Jc-f~S 



Br 



CH 3 

H 



1946 h 3 cch 2 -^)-ch 2 - 2 2 1- H -ch 2 -^c-h(5- 



? 8r 

CH 3 



r^p^ 2- 2 2 1 - h -ch 2 -^-^- 



Br 

CH 3 
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C °™ pd " R 2^ CH 2)r k m n chirality R> 



No. R< 



R 
R 5 



•(CH 2 ^-t-(CH 2 ^-G-R 6 



CH 3 

1948 h 3 c-<>ch 2 - 2 2 



1949 



CH 3 

h 3 C-<(~)-CH 2 - 2 2 1 

H 3 C 



H 



H 



9 



Br 



-CH 2 -^C-^^-CH 3 



9 



,Br 



^ CH 2 -N-C-^ 7-CH3 



1950 0 2 N-^^-CH 2 - 2 2 1 



H 



9 



Br 



-CH 2 -N-C^f VCH 3 
H v ' 



1951 h 3 c-<Q^ch 2 - 2 2 1 



H 



9 



Br 



• CH 2 - N- C-^Jy- CH 3 



1952 Br-^- 



CH 2 - 2 2 1 



H 



-CH- 



1953 h 3 ccmQh-ch 2 - 2 2 1 



H 



9 _rC 

-CH 2 -N-C-( = )-F 



1954 



/-ch 2 - 2 2 1 



H 



-CH 2 -N-C-h^J-F 



1955 



Mr~VcH 2 - 



2 2 1 



H 



Br 



H 2 -N-c-f \-F 



9 



1956 hcm^^ch 2 - 2 2 1 



H 



.Br 



-CH 2 -N-C-/ V-F 



9 



1957 p-yj^ 0 "^" 2 2 1 
o 



H 



Br 



9 



1958 



CP" 



ch 2 - 2 2 1 



H 
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Compd. R S-(CH 2 )r 
No. R 2/ 21 



k m n chirality R 3 



FT 



"(CH 2 ) r H(CH 2 )^G-R 6 
R s 



1959 H 3 CS-^~y~ 



CH 2 - 2 2 1 



H 



9 _rC 

— CH 2 -N-C-f VF 
H \=/ 



1960 h 3 cch 2 -^~^ch 2 - 2 2 1 



H 



-CH 2 -N-C^ = J^F 



1961 o-^^"CH 2 - 2 2 1 



H 



-CHa-hhC^J-f 



1962 



CH 3 



H 3 C ~\_/ CH2 " 



2 2 1 



H 



Br 



— CH 2 -N-C-^f V-F 
H 



1963 h 3 C^~^ch 2 -- 2 2 1 
H 3 C 



H 



1964 o 2 rv^-^^~CH 2 - 2 2 1 



H 



9 _rC 



1965 h 3 c-hQ^ch 2 - 2 2 1 



H 



Br 



— CH 2 -M-C-f >-F 
H 



9 



1966 <CH 3 ) 2 cH-^^-CH sr 2 2 1 



H 



1967 B ^G^ 



ch 2 - 2 2 1 



1968 h 3 co-^jHCH 2 - 2 2 1 

1969 hohQ)^ch 2 - 2 2 1 



H 



H 



H 



" CH2- ^ C " > 



H 2 N 
H 2 N 
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Table 1.1 80 



c T pd - oi> (CH ^r k 

No. 



m n chirality R 3 -(CHjfe-f- (CH 2 )^-G-R 6 

R 5 



1970 



1971 



2-221 



\}~ CH 2~ 2 2 1 




H 



H 



H 2 N 
H 9 N 



1972 h 3 cs-^^-ch 2 - 2 2 1 



1973 h 3 cch 2 -<Qkch 2 - 2 2 1 



CH 3 

1974 H r / = V_ rw 2 2 1 

H 3 C ~\ // 0H 2~ 



1975 o 2 w-^^ch 2 - 2 2 1 

1976 h 3 c-^~^ch 2 - 2 2-1 



1977 nc-^Q^ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-CH; 



H 2 N 



H 2 N 



H 2 N 



9 



-CH 



~CH 2 -N-0 

H 2 N 

" H V 

H 2 N 




1978 {ch 3 ) 2 ch-^^-ch2- 2 2 1 



1979 



1980 




\_jr-^2- 2 2 1 



CH 2~ 2 2 1 



H 



H 



H 



H 2 N 

-CH 2 -N-C-fJ^-F 
H 2 N 

-CH 2 -N-C-/J^F 
H 2 N 
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Table 1.181 

No R ^ (Ch2)r k m n Chirality ^ -(CH 2 ) r |j(CH 2 ) T G-R 6 

R 

_ _____ _______ ff F 

1981 0 2 N-^~y--CH 2 - 2 2 1 H -CH 2 ~N-C^^J^-F 

H 2 N 

1982 nc-^^-CH 2 - 2 2 1 H " CH 2~[^C-^^-F 

H 2 N 

1983 (ch 3 ) 2 ch-Qhch 2 - 2 2 1 H ~ CH 2~j^ c ~^y3^ F 

H 2 N 

1984 Br-^]^-CH 2 - 2 2 1- H ~ CH 2~|!^3 

H 2 N 

- ff /-<! 

1985 h 3 co-<^^-ch 2 - 2 2 1 H ~ CH2 ~[|^" H ^3 

H 2 N 

1986 hc^^^CH 2 - 2 2 1 H ~ CH 2~[^^y^ 

H 2 N 



1987 



1988 



1991 



<£r^y~CHr 2 2 1 H - CH 2-^"C-^^ 



H 2 N' 

i 



|-^3^CH 2 - 2 2 1 - H - CH 2-^C-<^> 

H 2 N 

1989 h 3 cM^~)-ch 2 - 2 2 1- H ~ CH 2-^c-<0 



H )==/ 
H 2 N 

I 



1990 H 3 CCH 2 -^^-CH 2 - 2 2 1 H -ch 2 -i^c-^^> 



H )=/ 
H 2 N 



^3~ CH 2- 2 2 1 - H - CH 2-|^c-^> 

H 2 N 
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Table 1.182 



Compd. R S_ (CH2 v_ k m n chira | jty 
No. 



-□6 



-(CH 2 )^i-(CH 2 ) T -G-R 
R 5 



1992 



1994 



CH 3 



2 2 1 



1993 o 2 n-<Q>-ch 2 - 2 2 



ch 2 - 2 2 1 



1995 nc-<0>-CH,- 2 2 1 



1996 (CH 3 ) 2 CH-Q-CH r 2 2 1 



ch 3 




1997 H 3 c-y_^-CH 2 -' 2 2 1 

H 3 C 

1998 B.-^Q^CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



-CH 2 -hhC-<0> 
H 2 N 

H 2 N 

-CH 2 -^CH0 
H 2 N 

H 2 N 

H 2 N 



H 2 N 



-CH 2 



1999 h 3 co-\ J>-ch 2 - 2 2 1 



H 



-CH 2 -NhC-^J 



2000 F-Q-CH r 2 2 



H 



H 



2001 hcmQ^ch 2 - 2 2 1 



H 



-CH 2 -N-C^_) 



2002 



CH 2 - 



2 2 1 



H 



-CHo-NhC-f x ) 



H V=/ 
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Compd. R S-(CH 2 ) r k m n chirality 
No. Fr 



R 3 



-Q6 



~(CH 2 ) r f-(CH 2 ) r G-R 
R 5 



2003 



c5> 



CH 



2 - 2 2 1 



H 



9 -r< 

-ch.-j^c-^J; 



2004 h 3 cs-^~)hch 2 - 2 2 1 



H 



-CH 2 -hhC-< = ) 



2005 h 3 cch 2 — <^~^-ch 2 - 2 2 1 



H 



-CH 2 -N-C-^J 



2006 



CH 3 

H 3 C-< 0^ CH2 ~ 



2 2 1 



H 



-CH 2 -^C-<_) 



2007 



ch 2 - 2 2 1 



H 



-CH 2 



2008 h 3ChQ-ch 2 - 2 2 1 



H 



— CH 2 



frd" 



2009 NC-\ >-CH 2 - 2 2 1 



H 



-CHf-N-O-^J 



2010 (CHaJjCH-^i-CHj- 2 2 1 



H 



-CH Z -N-C-^J 



PH 3 

2011 h 3 c-hT~)-ch 2 - 2 2 1 



H 3 C 



H 



— CH 2 - 



MS 



2012 Br-Q" 



ch 2 - 2 2 1 



H 



9 



Br 



— CH 2 -f^C-<f VCI 
H 



2013 h 3 ccm^^ch 2 - 2 2 



H 



9 



Br 



— CH 2 -N-C-f Vci 
H 
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C °No d ' R^ > ~ (CH2) r k m n chiralit v 



R° -(CH 2 ) r t-(CH 2 ) r G-R 
R 5 



-D6 



2014 HO-\^-CH 2 - 2 2 1 



H 



9 



.Br 



~ CM 2 - £h C^^^^ Ci 



2015 £-y_/--CH 2 - 2 2 1 
o 



H 



-CHs-M-C-^J-CI 



2016 



2 - 2 2 1 



H 



20 



17 H3CS-H^^~cH 2 - 2 2 



H 



9 



Br 



-CHo-N-C— f V-CI 
" H \=/ 



2018 h 3 cch 2 -h(J>-ch 2 - 2 2 1 



H 



9 



Br 



-CH 2 -N-C~/ >-Cl 
H 



2019 




V/~ CH 2- 2 2 1 



H 



9 



Br 



-CH 2 -N-C^f >-CI 
H 



CH 3 

2020 h 3C ^-ch 2 - 2 2 1 



H 



— CH 2 — N~C — 



2021 o 2 n-hQ^-ch 2 - 2 2 1 



H 



9 



Br 



2022 H 3C-{^ CH r 2 2 



H 



— CH 2 — N~C — \__J/OI 



2023 NC "{~)^ 



CH 2 - 2 2 1 



H 



-CH 2 -j^C-^jKCI 



2024 (ch 3 ; 



JaCHHQH-CHsr 2 2 1 



H 



•CH 
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Table 1.185 

R 1 R 4 
C °N m o Pd ' R 3>" {CH2) r k m n chiralit V R 3 -(CH 2 )jr^(CH 2 ^G-R6 

R 



2030 



2032 



CH 3 

H 3 C 



2025 H 3 C-\/-CH 2 - 2 2 1 H _ CH2 _^_£j^ cl 

.Br 




2026 ^Q-CH 2 - 2 2 1 H 



CH 2 -NhC-<^ = J^-CI 



9 B ' 



2027 B^Q>-ch 2 - 2 2 1 H - c "2-t+-C-J0} 



H 2 N 

Br 



2028 h 3 co^~^>-ch 2 - 2 2 1 - h ~ CH 2~£ c ~4p) 



9 B ' 



2029 hchQ-ch 2 - 2 2 1 h ~ CH 2~^ c_< y3 



H 2 N 

Br 



<^y~ c ^ 2 2 1 H ~ c ^c-^ 

° H 2 N 



2031 f^\_/" CH 2" 2 2 1 H ~ ch 2-n-^^ 

H 2 N 

9 Br 



J-^)^ CH 2- 2 2 1 - H - CH 2-£ c -{^)> 

H 2 N 

CH 3 O / E 

2033 H3C -^CH 2 - 2 2 1 - H -ch.-M-C^ 



H 2 N 

Br 



2034 0 2 N-^^-CH2- 2 2 1 H ~ CH 2~^ C ~"(3 



H 2 N 

Br 



2035 h 3 c^^-ch 2 - 2 2 1 - H -ch 2 -^c-h^) 



H >=/ 
H 2 N 
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2 0 5 



Compd. R V(CH 2 )- k m n chirality 
No. Pr 



R 3 



R 

■(CH 2 ) r j-(CH 2 )^G-R e 
R 5 



2038 



:^^-CH 2 - 2 2 1 



2036 no 



2037 H 3 C-^ /-CH 2 - 2 2 1 

H 3 C 



CH, 




\ /~CH 2 - 



2 2 1 



2039 h 3 c-hQ>-ch 2 - 2 2 1 



H 



H 



H 



H 



9 



.Br 



_ CH _^ CH 0 

H 2 N 



Br 



H 2 N 

-CH 2 -(vj-C-H^J 
H 2 N 

-CHj-N-O-O 
H CN 



2040 H 3 C-^j>-CH 2 - 12 0 R 



H 



- CH 2- N- C- CH-H^y 



OH 



2041 h 3 c-<Q>-ch 2 - 12 0 R 

2042 h 3 c-hQ^-ch 2 - 12 0 R 



2043 h 3 c-hQ>-ch 2 - 12 0 R 



2044 



2045 



2046 



CH, 




^^CH 2 - 12 0 R 

CH 3 
CH 3 




^-CH 2 - 12 0 R 

CH 3 



CH, 
CH 3 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



9 ? CH 3/==X 



9 H3C v CH3 

-CH 2 -f^C-^^ 
H 3 C 



-CH^N-C-CH,-^) 

CH 3 



-CH 2 -N-c-<f^ 

H W CI 
HN /=< 



-CH 2 ~ 



HIV 



/ CH:1 

H~0 
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Table 1.187 



Compd. R \_ (CH v_ 
No. R 2/ 2 ' 



R< 



k m n chirality R 3 ~(CH 2 )^— (CH 2 )^-G-R 



2047 



2048 



2049 



2050 



CH 3 

CH 3 
CH 3 




CH 3 
CH 3 

CH, 



12 0 R 



ch 2 - 12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



— CH7-N-C- 



CH 2 CH 5 



-CH 2 -N-C -hQ 



HN-\^>-OCH 2 CH 3 



o 
II 



-CH 2 



CH 3 

CF 3 



2051 



2052 



2054 



2055 



2056 



2057 



H 3 Q 



12 0 R 



^~~^ch 2 - 2 2 1 

OCH 2 CH 3 



h 3 co 

2053 O-c^nb-cHr 2 2 



H 3 CO— CH 2 -^ 

H 3 CO 

QhCH 2 - 2 
OH 

y-CH 2 - 2 
F 




H 3 CC>-^^-CH 2 - 



2 2 1 



2 1 



2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H \=/ 



9 



-CH- 



H 2 N 

-CH 2 -I^C-h^^-F 
H 2 N 




9 




« V- F 



-CH^N-O ^ 



-CH 2 -N-C-f^-F 
H 2 N 



9 

-CH 2 -NhO 



H 




H 2 N 



-CH^rvJ-C-H^-F 
H 2 N 
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Table 1.1 8 8 



Compd. R S- (CH x 
No. R 2/ 21 



k m n chirality R 3 



R 



-Q6 



"(CH 2 ) r h-(CH 2 ) T G-R 
R 5 



2058 



H 3 CO / OCH 3 

Qkch 2 - 



2 2 1 



H 



-CH^N-C-^J^F 
H 2 N 



2059 <0^ C>H 0^ CH ^ 2 2 1 



2060 



2061 



2062 



H 3 cq 



h 3 ccmQ^ 



ch 2 - 2 2 1 
OCH3 



Qkch 2 - 



H 3 CO\J-CH 2 - 



2 2 1 



2 2 1 



H 



H 



H 



H 



-CH^N-C-^J^F 
H 2 N 



9 




H 2 N 

-CH^N-C-^y-F 
H 2 N 





H 2 N 



2063 



2064 



H3CO 

H 3 C-<f~^-CH 2 - 

H3CO 



f-^)k-ch 2 - 



2 2 1 



2 2 1 



H 



H 



-CH^N-C-^J)-F 
H 2 N 

-CH2-N-C-Hp^F 
H 2 N 




H3CCH2O 

2065 ^7=V_^_ 2 2 1 



H3CCH 2 Q-^ ^-CHg- 



OCH 2 -\ /> 

2066 /=< " 



V>" CH2 " 



2 2 1 



H 



H 



-CHg-^-C-^^-F 
H 2 N 



9 



-CHj-N-C 




2067 (H^) 2 CHCH 2 -Q)-CH^ 2 2 1 



H 



p 



-CH2-N-0- 




H 2 N 



2068 



CH 2 - 



2 2 1 



H 



9 



H 2 N 
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Table 1.189 



C T Pd ' R 2>( CH 2)r 



No. R 



k m n chirality R 3 



"(CH 2 )p?-(CH 2 )^G-R 
R 5 



-□6 



H 3 C 

2069 h 3 cc-<Q-ch 2 - 



CH 2 - 
OCH 3 



2070 

oc 

1 h 3 co-^~^-ch 2 



207 



2 2 1 



2 2 1 



2 2 1 



OCH 3 



2072 (h,c> 2 cho-\ Xch 2 - 2 2 1 



2073 



2074 



2075 



2076 



2077 



2078 



2079 



CH 2 ' 



H 3 C 



CHj- 



CH 2 - 



2 2 1 



2 2 1 



H 3 CO 

Q-CH 2 - 2 



r- 



^CH 2 - 2 
OH 



H 3 CCH 2 Q OH 

0" cHr 2 



2 1 



2 2 1 



2 1 



2 1 



O CH2 3=v 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




H 2 N 

P 




-CH^N-C-^^-F 
H 2 N 

-CH^rj-C-^^F 
H 2 N 

H 2 N 



-CH2-N-O 




H 2 N 




-CH2-N-C^JK-F 
H 2 N 

9 




-CHa-N-C-fj-F 
HoN 



-CH^C-h^J-F 
H 2 N 

-CH^SL^^F 
H 2 N 

H 2 N 



-CHg- N-C— — F 
HoN 
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Table 1.190 



1 R 
Compd. R ^ (C H 2 ) r k m n chirality R 3 -(CH 2 bf- (CH 2 fc-G-R 
No. R^ r5 



2083 



2084 



2085 



2086 



Q-ch 2 c^ 

^CO-hQh-CHj- 



2080 ^ ^ ...2 2 1 



2081 H J>y- CH2 - 2 2 1 



2082 ^cAoh, 2 2 1 



-CH 2 



H 3 CC 

Br 
H 3 CO 

HChH 0^ CH2 "" 
H3CO 

/K° H 

H 3 CO-^^-CH 2 - 
CI 



12 0 R 



12 0 R 



1 2 0 



12 0 R 



2087 (h 3 c) 2 n-{3-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH2-N-O 




H 2 N 

9 



-CH 2 -N-C-< / V-F 
H \==/ 




-CHjr-hj-C- 



H 2 N 

9 




H 2 N 

•9 



H 2 N 



CF 3 



9 




9 



-CH2-N-C- 




CF 3 



H 2 N 



H 2 N 



.CFo 



2089 



2090 



2088 (h 3 cch 2 ) 2 i*-\ )-ch 2 - 12 0 R 



r 



12 0 R 



ch^ 12 0 R 



H 



H 



H 



-CH2-N- 



9 




.CF-, 



HoN 



9 



-CHy-N-C^J) 




,CF a 



H 2 N 



9 



-CHo-N-O 




CF 3 
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Table 1.191 



2 10 



Compd. R S-(CH 2 )r 
No. R 2/ 21 



k m n chirality R 3 



-(CH 2 )pf-(CH 2 )^G-R 
R 



-d6 



2091 ci 



-o- 



ch 2 - 2 2 1 



2092 cy -^y~ 



CH 2 - 2 2 1 



2093 cHj75-CH 2 - 2 2 1 

2094 ci-Q^ch 2 - 2 2 1 

2095 a-^~)-CH 2 - 2 2 1 

2096 a-^)^CH 2 - 2 2 1 



2097 c\-^y-CH 2 - 2 



2098 ci 



2099 Ci 



-o- 
-o- 



2100 c, -^0~ 



2101 ci 



2 1 



ch 2 - 2 2 1 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-N-C— f > 

i H / =v X==/ 
ch 2 h(J> 



0CH2CH3 



CH2 



R 

OCH2CH3 



(fl) P 

CH2CH2SC H3 



OCH2CH3 



(H IT W 



— CK-N-C- 

i H _ W 
CH 2 " 



(«) P 



OCH 2 CH 3 



-CH-N-C- ^ / 
C(CH 3 ) 3 



(fl O OCH 2 CH 3 



CH; 



-CH-NJ-C- ^ 



CH 2 C H 2 C H3 
(fl ff PCH 2 CH3 



-CH-N-C-^J> 



OCH 2 CH 3 



-CH-N-C-? N > 



PCH 2 CH 3 



c P 

-CH- NT- 
HI 




OCH3 
CH2CH3 



Patent provided by Sughrus fttfeon ; PLLC - http://www.sughriie,com 



WO 01/10439 



PCT/JP00/05260 



2 11 



Table 1.192 



Compd. R S-(CH 2 )i 
No. R 2/ 21 



k m n chirality R 3 



R 4 
R 5 



"(CHs^^H^G-R 6 



2102 Ci-(~)- 

2103 ch-Qh- 



2105 



2106 



2107 



2108 



2109 



21 1 1 



2112 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



2104 o-^~)^ch 2 - 2 2 1 



H 3 CO OH 



o- 



CHp- 



H 3 COH 



3 VVCH 2 - 



CH 3 



i >-ch 2 - 

s 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2110 H3CCH2 \^ch 2 - 2 2 1 



2 2 1 



H 3 CO^^>-CH 2 - 2 2 1 
H3CO 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



( 9 0CH2CH3 
~ Chh H hC '*w 

C H 2 C H 2 - g- OCH 2 -^~^ 

(j ff PCH.CH3 

I H \^ 
H 3 C-CHOCH 2 -^y ^ 

( } O P { 



OCH 2 CH 3 



CH 2 C Hg-C— OCH3 

6 h 



— CH 2 -N-C 

H )=/ 

H 2 N 



-CHg-N-C- 




H 2 N 



-CH 2 -N-C- 




H 2 N 



H 2 N 



9 



-CHg-N-C-^-F 
HoN 




ff 



-CHj-N-C-^J^F 
H 2 N 




-CHa-N-O 




H 2 N 



-CH2-N-C-^J^-F 
HoN 
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Table 1.193 



Compd. R V( C H 2 ) r k m n chirality 
No. R d 



R 3 



R 4 

-(CH 2 )^|-(CH 2 )^G-R 6 
R 6 



H 2 N 

2113 h 3 CO^Q-CH 2 - 2 2 1 



21 14 



21 



2118 



2119 



2120 



2123 



H 2 N 



CHa- 



2 2 1 



15 CH-<Q-CH 2 - 2 2 1 



2116 c^Q- 

2117 c^hQ^ 



CH 2 - 2 2 1 



CH 2 - 2 2 1 




OH 



HO-^J^CH 2 - 
F 

Br-^~^CH 2 - 



12 0 R 



12 0 R 



12 0 R 



och 3 

2121 ho-TS-ch,- 1 2 0 R 



2122 o-<j^CH 2 - 1 2 0 R 



o^^ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 




lR > 9 PCH 2 CH 3 
-CH-N-C-<^^> 
CH(CH 3 ) 2 

n OCH,CH, 

— CK-N-C— f X > 
I H \=/ 

CH (CH 3 )CH 2 CH 3 
( ff /OCH 2 CH 3 

~ ch "h" c ~0 



CH; 



? : 




H 2 N 



9 

-CH2-N-C 



H 2 N 



H 2 N 

- CHr -N-C-H(_) 



H )= 
H 2 N 



9 



H 2 N 




PF 3 



NO 2 



-CH2-W-C-fj> 
H 2 N 



.CF n 
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Table 1.194 



Compd. R h>(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



~(CH 2 )pf-- 



^-(CH^G-R 6 
R 5 



21 24 



2128 



2129 



2130 



2131 



2132 



2134 



0,N 



CI 



-CHj- 



1 2 0 R 



o 2 N 

2125 HaCO-TVcH,- 1 2 0 R 



2126 h 3 c5^Vch 2 - 1 2 0 R 



2127 °^^ CH 2- 12 0 R 

NH 2 



CHj- 



H 2 N 

H 3 C-^^-CH 2 - 



S=^^-CH 2 - 
CH 3 

CH 3 

H 2 N 



CI- 



(H 3 C) 2 N 



-CH 2 - 



12 0 R 



1 2 0 ' R 



2 2 1 



2 2 1 



12 0 R 



2133 ci-^ch 2 - 12 0 R 



o^~~^-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 

-ch^c-^ 

H 2 N 
H 2 N 
H 2 N 



H 2 N 
H 2 N 



9 

-CH 2- N-C- 



^ — \: v — r 
H 2 N 



9 

-CHr-M-c- 



in-o — v y — F 
H >=/ 

H 2 N 
H 2 N 

n CF 3 

_ CHr .^ c ^ 



H 2 N 



N(CH 3 ) 2 



CF 3 



_ CH2 _^ C _0 

H 2 N 
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Table 1.19 5 



Compd. R ^>(CH 2 ) r 
No. R 2/ 21 



R 



k m n chirality 



-06 



"(CH 2 ) r t 7 {CH 2 )^G-R 
R 5 



2135 



2138 



2139 



2140 



2141 



(H 3 C} 2 N 



H 3 CO^j>-CH 2 



12 0 R 



(H 3 C) 2 N 

2136 H3 c^^_ C h 2 _ 1 2 0 R 



CH 3 

2137 cmT>ch 2 - 1 2 0 R 



H 3 Q 



I] P H 3 

CH 3 
CI 



CH* 




CH 3 



CH 2 - 
NH 2 



HaN >= 
HC> 0" 



CH 2 - 



1 2 0 



-CH r 12 0 R 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



P 



CF 3 



HoN 



CF, 



H 2 N 



H 2 N 



,CF 3 



9 



— CH 2 -N-C 




.CF 3 



H ? N 



5? 

— CHg-N-G 




CF 3 



HoN 



P 




H 2 N 



-CH 2 -N-C-^J^F 




2142 



2143 



2144 



2145 



H 2 N 



HN-9-CH3 

• o 



HaN w 

H 3 CO-^_y-CH 2 - 




H 3 N 



2 2 1 



2 2 1 



2 2 1 



HO^Q^-CH 2 - 2 2 1 



H 



H 



H 



H 



-CH o-N-C-f VF 
H 2 N 

-CHa-N-C-fj-F 
H 2 N 



-CH 2 -N-C-^J 
H 2 N 

-CHa-N-C^J. 
H 2 N 
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Table 1.196 



2 15 



Ft' 

Compd. n V(CH 2 ) r k m n chirality 
No. 



R 3 



R" 



-Q6 



"(CH 2 ) F f-(CH 2 )^G-R 
R 5 



2146 



2147 



2148 



2149 



2150 



2151 



2152 



2153 



2154 



2155 



2156 



£-<^-ch 2 - 2 2 1 



NH, 



9 

H 3 C-C-NH 



H 3 CO-^^-CH 2 - 



Q 

H3C-C-NH 



HO-<^^-CH 2 - 



2 2 1 



2 2 1 



HO^CH, 1 2 0 



H3OC-NH 



CH 2 - 



r 




a/~ ch 2- 



o 



9 

H3C-C-NH 



H 3 CO-^~^— CH 2 - 



9 

H3C-ONH 



H 3 C "^)^ CH 2 



9 

H3C-C-NH 



H 3 C(>H^^CH 2 - 



9 

H3C-C-NH 



HO-^}"CH 2 - 



HN*ft-CH 3 
O 




1 2 0 



1 2 0 



1 2 0 



1 2 0 



2 2 1 



2 2 1 



2 2 1 



R 



R 



R 



R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 

-CH.-N-C-^^F 
H 2 N 

- CH 2- N~ C-/Jk- F 
H 2 N 



_ CH _^_0 

H 2 N 



-CH^N-C-^J 
H 2 N 



-CH 2 -Nj-C^J 
H 2 N 



-CHo-N-C-f > 



PF 3 



H 2 N 



H 2 N 



-CH 



CF, 



H )=/ 
H 2 N 



us 



CF 3 



-CH 2 -r*c- > 

H 2 N 



H 2 N 



CF 3 
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Table 1.197 



Compd. Rl >(CH 2 ) r 
No. R 2/ ' 



-d6 



k m n chirality R 3 -(CH 2 ^-f- (CH 2 )^-G-R 



2157 



2159 



H 3 C-NH 



CH 3 
CH 2 - 



12 0 R 



2158 HC^CH r 1 2 0 R 



H 3 ONH 



H 3 CCM^)-CH 2 - 



2 2 1 



H 



H 



H 



U1 



P=3 



-CH 2 -N-0 

2 H >==/ 

H 2 N 



,CF 3 



-CH 2 -f^C-^_) 
H 2 N 




H 3 C-NH 

21 60 hc^>ch 2 - 2 2 1 



2161 



2163 



2164 



2165 



2166 



h 3 c-nh 



2 2 1 



h 3 c-nh 



2162 h 3 co^-ch 2 - 2 2 1 



H3C-NH 



HO-^)^CH 2 - 2 2 1 



pH 3 



CH 2 - 



(T>-ch 2 - 



12 0 R 



12 0 R 



|fVcH 2 - 12 0 R 



2167 V 




CH 2 - 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 




H 2 N 



-CH 2 -N-C-^~j> 
H 2 N 



CF 3 



9 



-CH 2 -M-0 



P^3 



H )=/ 
H 2 N 

H 2 N 

-CH 2 -[|C^0 
H 2 N 



9 



CFo 



H,N 



-CH 2 -M-C-^ 
H 2 N 



, CF 3 
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Table 1.198 

. _ ; r4 

Compd. r ^ (C h 2 )- k m n chirality R 3 -(CH 2 fe-f-(CH 2 )5-G-R 6 

No. R r5 



2171 



2172 



2173 



2177 



'C-0CH3 <jj> 

CH r 



2168 H3 VVch. 12 0 R H -CH 2 - h N _ y 



^ CH 3 H 2 N 
,CH 3 p 




CF 



3 



2169 H 3 o-rt-<pH- 1 2 0 R H - CH 2-ft- c ^Q 

. CH 3 H 2 N 

9 -f1 



2170 V 1 2 0 R H -CHjrjsj-c- 



H 2 N 

PF3 



H 2 N 



CF 3 



H 2 N 

\Vch2- 1 2 0 R H - CH 2-^ C ~ < 0 

S-^)-CH3 H ' 



H 2 N 



Hr?C CH 3 9 ^— { 



,CF 3 



2174 „_>rLru, 1 2 0 R H ~ CHr ,. 1 

H 2 N 

PF 3 



Bi-/jTV- CH 2- ' " " " " H W 

S H 2 N 



PCH 3 O 



2175 h 3 cc^>ch 2 - 1 2 0 R H -ch 2 -n-c ^ 



H 2 N 

CF, 



0 trf 



2176 >>ch 2 - 12 0 R H -CH.-n-C-^ 

H 3 C H 2 N 
H 3 Q OH n ,0^3 



\_yCH 2 ~ 1 2 0 R H " CH 2"Jt C "^0 

CH 2 OH H 2 N 



P O / CF 3 



1 2 0 R H "CH^N-C-f X > 
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Table 1.1 99 



R i 

Compd. >(CH 2 ) r k m n chirality 
No. R 2/ ' 



R 3 



~(CH 2 )p|-(CH 2 )^G-R fc 
R b 



2179 ,^^- CH 2- 




12 0 R 



2180 ch^Q^-(CH 2 ) 2 - 12 0 R 



2181 



2182 



H3C Xl^ CH2 - 1 2 0 R 



12 0 R 




2 183 W^ CH ^ 12 0 R 



H 



H 



H 



H 



H 



CF 3 



H 2 N 



P F 3 



-CHp-N-C-Hf / 



CF. 



H )=/ 
H 2 N 



-CH 2 -N-C-f J 



H >=/ 
H 2 N 



- ch *-^-^0 

H 2 N 



2185 



?"V^ 2 2 1 



2184 ^Q^ch 2 - 



^==^^-CH 2 - 



2 2 1 




2186 «2H-ch 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C— (' x ) — F 
H 2 N 

PF 3 

-CH 2 - 



H )=/ 
H 2 N 



-CH 2 - 



,CF 3 



H )==/ 
H,N 



2187 



2188 



2189 



H 2 N_ 

HO-<^^-CH 2 - 




CHs- 




12 0 R 



2 2 1 



/ Vch 2 - 12 0 R 



H 



H 



H 



H 2 N 



CF, 



^2K 

-CH 2 -N-C-< / > 



CF 3 



-CH 



H >=/ 
H 2 N 

H 2 N 
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Table 1.200 



Compd. R S-(CH 2 ) r 
No. R 2/ 2) 



k m n chirality 



-(CH 2 )d-(CH 2 fe-G-R s 



R s 



2190 




2 2 1 



H 



9 




-CH 2 -N-C-^J-F 
H,N 



2191 



2192 




k /-CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



H 



H 



-CH 2 -N-C— f > 



pF 3 



H )=/ 
H 2 N 



-CH 2 -N-C— ( J 



H )==/ 
H 2 N 



2193 




H 2 N 



2194 H 3 C-^y-CH 2 - 



2 2 1 



2 2 1 



H 



H 



-CHj-N-C-h^Lf 
H 2 N 



~CH 2 -N-C-^f > 



CF 3 



H >=/ 



H 2 N 

2195 chT>ch 2 - 2 2 1 



2196 



2198 



h 3 c-nh 



H 3 C^~^CH 2 - 1 2 ° 



H3ONH 



2197 H 3 CC^=>CH 2 - 1 2 0 



H3C-NH 



h 3 c-nh 

2199 H 3 C-^>CH 2 - 2 2 1 



H3ONH 

2200 cM^>ch 2 - 



2 2 1 



R 



R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 2 N . 



H 2 N 
H 2 N 



H 2 N 



-CH 



CF, 



H 2 N 



H 2 N 
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Table 1.201 



C °N m o Pd ' r2^ (CH2) ~ k m n chirality 



FT 



- D 6 



-(CH 2 ) r i-(CH 2 )^G-R 
R 5 



2201 



H 3 C-NH 
H3O 



:-NH 

:-^~}-CH 2 - 



2 2 1 



H 



9 



-CH^N-C-Q^F 




2202 



2203 



H 



12 0 R 




^/-CH 2 - 



2 2 1 



,CH 3 

2204 CH^-CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -N-C-h^J) 
H 2 N 

-CH2-N-C-^^F 
H 2 N 



.CF, 



H 2 N 



2206 



2208 



2211 



2205 cM ^V C h 2 - 2 2 1 



CH; 

Ha -0- c 



CH 2 - 



HN-CH 3 



2209 ohQ-ch,- 2 2 1 



HN-CH 3 



2210 t 




CH 2 - 



2 2 1 



PH 3 

2207 HC^~CH 2 - 2 2 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CHg-^C-^J-F 
H 2 N 



H 2 N 



CF 3 



9 




H 2 N 



CF 3 

-CH 2 -N-C-^0 
H 2 N 

-CH^C-^J^F 
H 2 N 



.CF 3 



H 2 N 



-CH 2 -N-C-^ 
H 2 N 



.CF, 
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Table 1.202 



Compd. R ">-(CH 2 ) r 
No. FT 2) 



k m n chirality 



"(CH 2 ) F f-(CH 2 )^G-R 6 
R 5 



2212 



CH 2 - 



2 2 1 



H 



9 



-CH^flC-^J^F 
H,N 




2213 



H 2 N 

CI— \~\-CH 2 - 



2 2 1 



H 



9 -rC 

— CH 2 -N-CHf > 



H >=/ 
H 2 N 



H 2 N 

2214 H 3 C-f>CH 2 - 2 2 1 



H 



H 2 N 



,CF, 



2215 



H 3 C-HN 
CI 



HN 

H<>CH 2 - 



12 0 R 



H 



.CF 3 



— CH 2 -N-C- 

H >==/ 

H 2 N 



2216 



PH 3 



H3C CH 2^^" l^j 



fVcH 2 - 



1 2 0 . R 



H 



— CH 2 -N-C-f > 



H >==/ 
H 2 N 



H3CO-C 

2217 h 3 chT~Vch 2 - 

CH 3 



12 0 R 



H 



— CHo-N- 



.CF 3 



H >=/ 
H 2 N 



2218 Ch-<Q^-CH 2 - 12 0 R 

2219 ch-Q>-ch 2 - 1 2 0 R 



H 



H 



-CH^N-O-hO 



HN 
<f H 



-CH 2 -N- 



O H ^— * 



2220 o-<Q^ch 2 - 12 0 R 



2221 chhQ^ch 2 - 1 2 



2222 



H 3 C 




C0 2 CH 3 
>-CH 2 - 
CH 3 



0 R 



12 0 R 



H 



H 



H 



-CHj-N- 
H 




:f 3 




-cH^N-oyy 

HN 

cP'h 



CH(CH 3 ) 2 



CH 3 



fP 



-CH 2 -N-C- 




CF, 
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Table 1.203 



C °NT d ' R2^ (CH 2>r k m n chirality R 3 



R 4 
R^ 



-(CH 2 ) r |-(CH 2 ) T G-R 6 



2223 ci-^^ch 2 - 12 0 R 

2224 Ci-(J^CH 2 - 12 0 R 



2225 Cl ~0^ 



2226 



2230 



2233 



H 3 a 




ch 2 - 12 0 R 



CH 2 - 12 0 R 



CH, 



2227 ci-Q^ch 2 - 12 0 R 



2228 ci-hQ>-ch 2 - 12 0 R 



2229 c> ~0-CH 2 - 12 0 R 



CH 3 



HgCCH 



/ CH3 



CH2~ 



12 0 R 



CH, 



2231 H3CC> ^ CH2 _ 1 2 0 R 



2232 H3CcH /=\ CHr 1 2 0 R 




CH 2 - 

N 
H 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




p 



F3< L 

CH 3 f\ 

4 -y^ 0 ^ 




H 2 N 



O / Cp 3 



HN 



•CF 3 



-CH-N-C^J 
H 2 N 



— CH 2 -N-C-f } 



OCF 3 



H )=/ 
H 2 N 



9 V\ 




,OCF 3 



H 2 N 



-CH 2 -NhC-Hf) 



OCF 3 



H 2 N 



H 2 N 



£F 3 
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Table 1.204 



C T Pd ' o2^> (CH 2)r k m n chirality R 3 ~(CH 2 ) F ?-(CH 2 )q-G-R 6 



2234 



2235 



2236 



2237 



2238 



2239 



2240 



R 



H 3 C( 




2242 L LJ 1 2 0 R H 



R ; 



CH 2 - p y CF ; 



QCVcH 3 1 2 0 R H -CH^N-C-H0 

H H 2 N 

CH 2 - p ^-< OCF3 

(Tr\ 1 2 0 R H _ch 2-n- c ^O 

H H 2 N 

CH 2 - p A -( OCF3 

XjQ 1 2 0 R H - C H 2 -r|CHp 

H H 2 N 

ck J^ 2 " ff <° CF3 

Ck ^V> 1 2 0 R H - CH 2-H cH v3 

H H 2 N 

CH 2 - n / OCF 3 



H H 2 N 

UQ 1 2 0 R H ~CH 2 -N-c-^p> 

CH 3 H 2 N 

QCVch 3 1 2 0 R H -CH 2 -j^c-^Q> 

H H 2 N 

CH 2 - p ^ OCF3 

2241 f IT'S 1 2 0 R H -ch 2 -n-c^^ 




H 

H H 2 N 
P H 2~ ^ ,OCF 3 



-CH 2 -N-?-H0 



CHr, H H 2 N 



? PCF3 



2243 (H 3 Q) 2 N-^)^CH 2 - 1 2 0 R H -CH 2 -[shC-H^> 

H 2 N 

CH 2 ~ p _/>CF 3 

2244 f^T? 1 2 0 R H 



— CH 2 -N-C-^ r ^ 



H H 2 N 
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Table 1.205 



C ° N m 0 Pd ' p2>-(CH 2 )- k m n chirality R 3 -(CH 2 ) F ^(CH 2 )^G-R 6 

H O / CF 3 

2245 H3C '"Y^^ch^ 12 0 R H -^r^-Q 



2249 





H 2 N 

.CF, 



H 0 

2246 HWM- 1 2 0 R H -cH^N-cnf^ 




H 2 N 

,CF 3 



H ^ /" 

2247 (H * )2CH 'Y^=^ av . 1 2 0 R H _CH ^ft- c ^3 

H 2 N 

H 2 N p ,--( OCF3 

2248 , u . 1 2 0 R H -CHg-N-c-^^ 




Ch-^}~ CH 2" ' " " " H 

H 2 N 

3^^-CH 2 - 1 2 0 R H "CHi-N-O-0 



,OCF 3 



HO-^J^CH 2 - " < H 

H 2 N 




,OCF 3 



p PCF 3 



H 3 C^-CH 2 - 1 2 0 R H -CH^C^ 

H 2 N 

CH 2 - p ,CF 3 



2250 ur^V^ ™- 1 2 0 R H -CHj-N-C-f ) 



2251 



2252 f |f > 2 2 1 H -CH^N-C 
H H 2 N 

PH 2 " p ^-C 01 " 3 

2253 "inrS 2 2 1 H -ch^n-c-^J 

H H 2 N 

CH 2 - p , CF 3 

2254 "HfVS 2 2 1 - H -CH2-N-C-Q 
H H 2 N 

CH 2 - n / CF 3 

2255 f ]rA 2 2 1 - H -ch^-n-c-^S 
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Table 1.206 



Compd. R J>-(CH 2 ) 
No. R 2X 2,J 



R 



f k m n chirality 



R 3 



-p6 



-(CH 2 ) F t-(CH 2 ) T G-R 
R 5 



2256 



2257 



CH 3 



CH 2 - 




H 3 CQ 



CH 2 - 



2 2 1 



2 2 1 



2258 Ch-^Q^CH^ 12 0 R 



2259 h 3 cs-^^"CH 2 - 



12 0 R 



2260 cH^>ch 2 - 1 2 0 R 



H 



H 



H 



H 



H 



— CHo-N-G 




,CF 3 



H )=/ 
H 2 N 



-CHa-N-C-f^) 
H 2 N 



(S) 9 

CH 3 

— C H- N- C— <(__/>— CI 
CH 3 

CH 3 



2261 CH-Q^CHa- 12 0 R 



H 



(S) 9 /=\ 



CH 3 



2262 h 3 cs-^~^-ch 2 - 12 0 R 



H 



CH 3 



2263 Ch !^ CH2 _ 1 2 0 S 



2264 Ci 



;^J)^CH 2 - 1 2 0 S 



2265 h 3 cs-<Q>-ch 2 - 12 0 S 

2266 o-^^-cHjt 1 2 0 S 



H 



H 



H 



H 



-CH-N-C— CI 
CH 3 



H-N-C-/ ?-CI 



(S) 9 
-CH-N- 
I H 



CH 3 



,CI 



— C H- N- C— <\_y^ CI 
CH 3 

CH 3 
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Table 1.207 



Compd. R S_ (CH } k m n chjra|jt 
No. R 2/ ' 



-d6 



"(CH 2 ) r t-(CH 2 ) T G-R 
R 5 



2267 



2275 



;.J^>ch 2 - 



2 2 1 



2268 ci-hQ^ch,- 2 2 1 

2269 h 3 cs-<Q>-ch 2 - 2 2 1 

CI— ^J>-CH2- 



2271 Ci 



CH ? - 2 2 1 



2272 H 3 CS-^~)^CH 2 - 2 2 1 




2273 Ch ^V CH2 _ 2 2 1 



2274 H 3 cs-<Q>-CH 2 - 2 2 1 



»3> 



CH 2 - 



2 2 1 



2276 ch-^Q^-ch 2 - 2 2 1 

2277 h 3 cs-^Q)-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH, 



CI 



-CH-N-C-<( 
I H \= 

CH 3 



CI 



-CH-N-C— ^ XN 
i H 

CH 3 



Ci 



CI 



CH 3 
CH 3 



CH, 



CI 



-CH-N-C— ( 7 >-CI 
CH(CH 3 ) 2 

CH(CH 3 ) 2 



^Vci 



<s) 9 /=\ 

CH(CH 3 ) 2 
CH(CH 3 ) 2 
CH(CH 3 ) 2 
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Table 1.208 




a 

Ch 



R 1 R 4 
C °N m o Pd ' R 2>"( CH 2)r k m n chirality R 3 ~(CH 2 ) r |y(CH 2 ) T G-R 6 

R 



(S) P 

2278 cM ^_ CH? . 1 2 0 R H -JH-n-o ^ 

CH 3 H 2 N 



> ^ CF3 



,CF 3 



2279 ci— {3~ CHi *~ 1 2 0 R H -jh-n-o-^J 

CH 3 H 2 N 

2280 a _£y cH2 - 1 2 0 S H _jh-n-o-^_) 

CH 3 H 2 N 

/=\ P ^C CF3 

2281 h 3 cs-^J>-ch 2 - 1 2 0 S H ~^{^ c y = J) 

CH 3 H 2 N 
(S) O / CF3 

2282 ch^3^ ch 2- 2 2 1 H "J^h^^O 

CH 3 H 2 N 

_ ( S) p / CF 3 

2283 h 3 cs-^J>-ch 2 - 2 2 1- H ~? hhN "^^0 > 



i h W 

CH 3 H 2 N 



'2 



\ (S) {? /r^ 

2284 c^Q^CH*- 2 2 1- H -p{T C ^ 

CH(CH 3 ) 2 CF 3 
NHo 

(S) 9 1 



2285 a— ^^-CHg- 2 2 1- H -ch-n-c-' 




CH(CH 3 ) 2 CF 3 
H 2 



2286 H 3 C^_^CH 2 - 2 2 1 - H "f^H -0 ^} 



I H 

CH(CH 3 ) 2 CF 3 



2287 ChH^-CH 2 - 2 2 1 H ""V H "h^"h~0 



CH(CH 3 ) 2 

CI 



/=\ (S) p w 

2288 HsCS-^^-CHr- 2 2 1 - H -ch-n-c-^Jh-ci 

(CH 2 ) 2 CONH 
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Table 1.209 



2 2 8 



C °N m o Pd ' R2> (CH *)r k m n chirality 



R 



-(CH 2 ) F t-(CH 2 )^G-R t 
R 



2289 




CI — ? V — CH g- 



2 2 1 



H 



(S) ff /= 
(CH 2 ) 2 CONH 2 



2293 



ct 



2290 0-^>CH^ 2 2 1 



2291 c] -(2y~ 



CH 2 - 2 2 1 



2292 h 3 cs-<Q>-ch 2 - 2 2 1 




t X 



CHg- 



2 2 1 



2294 a-^y-CH 2 - 2 2 1 

2295 h 3 cs-^^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



(S) 9 

CH 2 OH 



.CI 



-CH-N-C— f Vd 
I H \=/ 
CH 2 OH 



-CH-NJ-C— ^J>-CI 
CH 2 OH 

CH 2 OH 
CH 2 OH 
CH 2 OH 



2296 



2298 



CH^ 



12 0 R 



2297 h 3 cs-^~)~ch 2 - 12 0 R 




CH 2 - 



12 0 R 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 



— ChhN-C— ^ ^ 
T H 

(CH 2 ) 2 S0 2 CH 3 



Ct 



CI 



(S) II /=\ 
(CH 2 ) 2 S0 2 CH 3 



o 



2299 h 3 cs-^^ch 2 - 12 0 R 



H 



(S) 



v ; II /=\ 

(CH 2 ) 2 S0 2 CH 3 
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Table 1.210 



C °NT d ' p2>"( CH 2)r k m n chirality R 3 



R 4 



"(CH 2 ) F i-(CH 2 ) T G-R 6 



2300 cf-<^J^ch 2 - 12 0 S 



2301 



2302 



2304 



2309 




CI— f V-CH2- 



CH^- 




12 0 S 



12 0 R 



2303 c\-^y~CH^ 12 0 R 



h 3 cs-hQ^ch^ 12 0 R 



2305 CH _^ CH2 _ 1 2 0 S 



2306 . h 3 cs-^~^>-ch 2 - 12 0 S 



2307 ,ci-^3^ CH2_ 12 0 R 

2308 h 3 cs-^^-ch 2 - 12 0 R 




CH 2 ~ 



12 0 S 



2310 cHJ3- C h 2 - 12 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



— Chhrshc—f V-ci 
I h W 

(CH 2 ) 2 S0 2 CH 3 

— CH-N-C— f Vci 
(CH 2 )2S0 2 CH3 



(S) 

— CFFN-i 
1 H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 

NH 2 

(CH 2 ) 2 S0 2 CH 3 CF 3 

— CH-N-C— f > 
(CH 2 ) 2 S0 2 CH 3 CF 3 

(S) P . * 
-CH-N-C-^ ^ 
1 H 

(CH 2 ) 2 S0 2 CH 3 CF 3 




in 



(S) 

— CH-N-C- „ 
I H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 
(S) ? /=, 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.21 1 



Ft 1 R 4 
C T Pd " n2 >-( CH 2)r k m n chirality R 3 -(CH 2 )^rf-(CH 2 )^G-R 6 



< 4 

No. R 2/ ,_ " ^■■z'p^T 

/=\ (S) ^ /=\ 

2311 h 3 cs-^J^ch 2 - 1 2 0 S H "f^^lnJ 

(CH 2 ) 2 S0 2 CH3 



2312 h 3 cs-^_^ch 2 - 1 2 0 R H "J^it 0 ^*/ 



23 



2318 



CH 3 H 2 N 



13 Ch W_ C H 2 -- 1 2 0 R H "^^c^Hci 



CH 3 

O 



2314 h 3 cs-^J^ch 2 - 1 2 0 S H ~J^ C ~[tv_/ 

^ CH 



2315 ci-h^^ch 2 - 2 2 1 H -ch-^c-^J^-ci 



2316 Ch-^^CH 2 - 1 2 0 S H ""?^h" 



CH(CH 3 ) 2 



1 H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 



C k (S) 
a-^^-CHg- 



2 



2317 ^ _ 2 2 1 - H ~j ;H ~h~ (! ^Q 



CH 2 OH CF : 



3 



(CH 2 ) 2 S0 2 CH 3 



2319 CH >A CH2 . 2 2 1 H -JH-N-o-i*^J 

v — CH(CH 3 ) 



2320 ChH^J^CHa- 2 2 1- H _ f^H [TW 



CH(CH 3 ) 2 



/=\ (S) l? /=\ 

2321 H 3 CS-<Q^CH 2 - 2 2 1 H "f^H^hTW 



CH(CH 3 ) 2 
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Table 1.212 



°°No d ' p2>"( CH 2)r k m n chirality 



R 



"(CH 2 ) r i-(CH 2 ) T G-R t 
R 5 



2322 c ^_ CHr 2 2 1 



2323 h 3 cs-^^-ch 2 - 2 2 1 



2324 c^H^ch,- 2 2 1 



2325 Ch !^_ CH2 _ 1 2 0 R 



2326 o-^Q>-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



(S) I? /=\ 
CH(CH 3 ) 2 

CH(CH 3 ) 2 

— CH-N-C-f N > 
CH 3 H 2 N 

(S) if /=\ 

CH 3 

(S) ^ /=\ 
| H H%-/ 
CH, 



2327 h 3 cs-^^-ch 2 - 12 0 R 



2328 C ^^ CH2 _ 1 2 0 S 



2329 C^Q^CH 2 - 12 0 S 

2330 H 3 cs-<Q^CH 2 - 12 0 S 



2331 Cl-^^-CH 2 - 12 0 S 



2332 ChnQ^CHr- 12 0 R 



H 



H 



H 



H 



H 



H 



(S) f 
-CH-N-C- 
I I" 
CH 3 

CH 3 

_ k i / 



CH 3 
CH 3 



CH 3 H 2 N 



(CH 2 ) 2 S0 2 CH 3 
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Table 1.21 3 



C °NT d ' R^" (CH2) r k m n chirality 



R 4 



-d6 



-(CHg^lCHg^G-R 
R 



2333 a-(2y-CH 2 - 12 0 R 



H 



(S) 



H /=\ 
(CH 2 )2S0 2 CH3 



2334 h 3 cs-^~^ch 2 - 



2340 



2343 



1 2 0 S 



2335 Ch ^_ CH2 - 1 2 0 S 



2336 ci— (^y~CH 2 - 12 0 S 



2337 h 3 cs-^~~^-ch 2 - 12 0 S 



2338 h 3 cs-^^-ch 2 - 2 2 1 



2339 cH3>-ch 2 - 2 2 1 



H 3 CS-^^-CH 2 - 2 2 1 



2341 ci 



f-^J^CH 2 - 2 2 1 



2342 h 3 cs-<(~^-ch 2 - 2 2 1 




CHz- 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-N-C-^J^-CI 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 C H 3 
(S) P /=\ 
(CH 2 ) 2 S0 2 CH 3 
(S) 9 _ 

(CH 2 ) 2 CONH 2 
NH 2 

(S) Pi\ 

— CH-N-C— f x > 

(CH 2 ) 2 CONH 2 CF 3 

(S) P 

— CH-N-C- / 
i H N=< 

(CH 2 ) 2 CONH 2 CF 3 

(S) p C 
-CH-N-C— f > 
1 H \=< 
CH 2 OH CF 3 




(S) 

— CH-N-C- „ 
| H \=< 

CH 2 OH CF 3 



N-E-^-CI 



(CH 2 ) 2 CONH 2 
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Table 1.214 



C °NT d ' R2>( CH 2)r k m n chirality R 3 



-d6 



~(CH 2 ) r t-(CH 2 )^G-R 
R 5 



2344 d-^^-ov 2 2 1 

2345 cH3^ Ch| 2~ 2 2 1 



2346 Ch !^ CH ^ 2 2 1 



2347 



12 0 S 



H 



H 



H 



(CH 2 ) 2 CONH 2 

(S) ff /=\ 
| H h\/ 
(CH 2 ) 2 CONH 2 

NH 2 

— CH-N-C-nf > 
i H \=( 
(CH 2 ) 2 CONH 2 CF 3 

CH 3 



2350 



2351 



2348 y~\ 12 0 R 



2349 f-^^-ch 2 - 12 0 R 




J ^ch 2 - 1 2 0 R 



-CH 2 - 



1 2 0 



H 



H 



H 



H 



— <^H-N-C — C 

(CH 2 ) 2 S0 2 CH 3 



-CH-J^C-^J>-CI 
(CH 2 ) 2 S0 2 CH 3 

1 H \=/ 

(CH 2 ) 2 S0 2 C H 3 



CI 



CI 



N-C— f VCI 



~ChhN 
I H 

(CH 2 ) 2 S0 2 CH 3 



2352 Ch !^ CH ^ 2 2 1 



2353 



2354 





CH 2 - 



CH 2 - 



2 2 1 



12 0 R 



H 



H 



H 



(S) ° /=\ 
CH 3 

<*> p Q 

[ h h \_r 

CH 3 

— ^H-Jj-C-^J)— CI 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.21 5 



^Ho^' R2^ CH 2)r k m n chirality R 3 ~(CH 2 )^(CH 2 )^G-R 6 



2356 



2361 



2355 c^Q- CH2 _ 1 2 0 R H -fH-^-C 

(CH 2 ) 2 S0 2 CH 3 



CL (S) p / Cl 

ct _^y CH2 _ 1 2 o r h -^^-Q 



(CH 2 ) 2 S0 2 CH 3 CI 



2357 C ^^ CH2 _ 1 2 o r h -f^rrK^a 



(CH 2 ) 2 S0 2 CH 3 



2358 CH >y cH2 _ 12 0 R H -CH-j^c-Q^c^ 



(CH 2 ) 2 S0 2 CH3 

2359 Ch >\ CH2 _ 1 2 0 R H -f^ltK? 

(CH 2 ) 2 S0 2 CH 3 

2360 c^Q-ch*- 1 2 0 R H J^^Q 

(CH 2 ) 2 S0 2 CH 3 

CL (S) jp 

ch^Vch 2 - 1 2 o r h -f^-K^U^ 1 

(CH 2 ) 2 S0 2 CH 3 

CL (S) p 

2362 c^y cH2 - 1 2 0 R H -f^fnJ^ 0 ^ 3 

(CH 2 ) 2 S0 2 CH 3 

2363 c ^y. CU2 . 2 2 1 - H -f^rr^-^^ 01 

CH 3 

2364 Ch !^_ CH2 _ 2 2 1 - H J^h-N-?-^ 



CH 



3 



2365 CM Q_ CH2 _ 2 2 1^ H -f^-Q 



CH 3 CI 
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Table 1.216 




CH 3 
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Table 1.217 



< ^ < Nc) PC ' p2/^^ H 2)j — k m n chirality 



R 4 



-(C^J^-f-CCH^G-R 6 



2377 F -O^CH 2 - 2 2 1 



2378 



2379 




CH 2 - 



CH 2 - 




2 2 1 



2 2 1 



2380 Ch !^ CH2 _ 2 2 1 



2381 c^TVch 2 - 2 2 1 



H 



H 



H 



H 



(S) ff 
-CH-N- 
I H 

CH 3 

(S) 9 



.CI 



o-fV-ci 



-CH-N-C— <\ = /-CI 
CH, 



Br 



— CH-N-C-f y 
CH 3 H 2 N 

CH 3 H 2 N 
CH 3 HO 



2382 CH !^ CH2 _ . 2 2 1 



H 



-CH-N-C-^^-OH 



CH, 



2383 




f V C H 2 - 2 2 1 



H 



<S) ^ /=\ 



CH, 



2384 



2385 



2386 



2387 



CH 2 ~ 



Cl 




CH 2 ~ 



CH 2 - 



12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



H 



H 



H 



H 



(5) f? 



PI 



(CH 2 ) 2 S0 2 CH3 

(CH 2 ) 2 S0 2 CH 3 

-^H-j^C-H^J^-CI 
(CH 2 ) 2 S0 2 CH 3 

_jH-N-0-{_)~a 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.21 8 



R 1 R 4 
C °N m o Pd ' R 2>< CH 2)r k m n chirality -(c^^CH^G-R 



4 

-□6 




2397 CH _fVcH 2 - 2 2 1 H 



w p a 



2388 f _ h T^-ch 2 - 1 2 0 R H -J^n-c-0~ci 

(CH 2 ) 2 S0 2 CH 3 

2389 <Q^-ch 2 - 1 2 0 R H -ch-n-c-^J^ci 

(CH 2 ) 2 S0 2 CH 3 



H 2 



2390 ChH Q_ CH2 _ 12 0 R H -^^Q 

(CH 2 ) 2 S0 2 CH 3 Br 

2391 cl _^y CH _ 1 2 0 R H -jh-n-o-Q 

(CH 2 ) 2 S0 2 CH 3 CI 

2392 o-Q-ch*- 1 2 0 R H _^ C ^Q 

" (CH 2 ) 2 S0 2 CH 3 

2393 ct _>y cH2 _ 1-2 0 R H -^[fC-N-CH 2 \_) 

(CH 2 ) 2 S0 2 CH 3 

2394 Ch !^ CH2 _ 2 2 1 - H J^-N-£-£>-c. 

(CH 2 ) 2 SC H3 

.CI 



c \_ (S) p 

-CH-N- 
T H 



2395 n ^T^ CH _ 2 2 1 h -^ftCHfVc! 



CH 2 OCH 2 Ph 

CI 



2396 C ^H^ CH _ 2 2 1 - h -Jh-n-c-^J^ci 



(CH 2 ) 4 NH 2 



2398 Ch >A _ 2 2 1 H 



] H W 
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Table 1.219 



Co N ^ pd - ^>(CH 2 )- k m n chirality R 3 



51 



->5 



2399 



2401 



2402 



2403 



2404 



2405 



2406 



2407 




a-/ V 



CH 2 - 



:h^5-ch 2 - 





CH,- 




b- 




CH 2 - 



CH 2 - 



2 2 1 



2400 Ch >A CH2 _ 2 2 1 



2 2 1 



2 2 1 



// \V C H 2 - 2 2 1 



2 2 1 



^-ch 2 - 2 2 1 



2 2 1 



2 2 1 



2408 H 3 csO;r-<Q>-CH 2 - 2 2 1 



2409 h 3 co 2 c-^h-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(S) 9 
-<j;H-N-C-f VC! 

H-r 



OCH 2 Ph 
r> CI 
-CH-N-C— ^ ^-Cl 

H ? C. 



(S> o Cl 
-?h-j^c-^^--ci 



CH 2 OH 



— (j:hhhj-c^_^>-ci 

CH 2 OH 



— CH-N-C— f Cl 
J H \=/ 

CH 2 OH 

— ^H-N-C— ^ = ^>— CI 
CH 2 OH 

-<^H-^C-H^J*H-CI 



<*> P 



.CI 



CH 2 OH 

CI 



~f ^!t c \=/~ Cl 



CH 2 OH 
<5> P 



.Cl 



-^H-N-C—t >-CI 
CH 2 OH 
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Table 1.220 



Co N m o pd - • p 2 V( CH 2)r k m n chirality R* 



R 

"(CH 2 ) r t-(CH 2 ) ? -G-R 6 
R 5 



2410 Ch _y\-CH 2 - 2 2 1 



2411 



2412 



2413 



:M^J)>-ch 2 - 



2 2 1 



C^f VCH 2 - 2 2 1 




CH^>CH 2 - 2 2 1 
2414 jy>CH 2 ~ 2 2 1 



H 



H 



H 



H 



H 




CH 2 OH 

CH 2 OH 

CH 2 OH 

<S) P /=\ 
CH 2 OH 

CH 2 OH 



2415 o^>CHr 2 2 1 



241 



6 C H-£>CH 2 - 2 2 1 



H 



H 



,OCH 3 



CH, 



~^it c "hrw~ ocH3 



CH, 



241 



7 Ch^Q^CH, 



2 2 1 



2418 Ch !^ CH2 _ 2 2 1 



H 



H 



.CH, 



1 

CH 3 



~CH-N-C-NH^-CH 3 



CH, 




CI 



2419 ^T\~ Wi - 2 2 1 




2420 CH _fVcH 2 - 2 2 1 



H 



H 



CH 3 

-^rr c "H^> ci 

CH 3 
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Table 1.221 



2424 



2425 



2426 



R 1 R 4 
C °N m o Pd ' R 2> (CH 2)r k m n chirality R* -(CH 2 )^(CH 2 )^G-R 6 

R 

Ck (S) f 

2421 CK >y CH2 _ 221 h -f"-rrrr^> F 

W CH 3 

c k (S) ? /=< OCH3 

2422 o-Q-CHr 1 2 0 R H -^h-n-c-n-Q 

(CH 2 )2S0 2 CH3 

CI (S) S 

2423 Ch >y C H 2 - 1 2 0 R H -^N-c-[|^_^ocH3 

(CH 2 ) 2 S0 2 CH3 



<\ (S) f ^ CH3 

c-hQ-ch 2 - 1 2 0 R H -f%^-j|] 

(aH 2 )2S0 2 CH3 

CI (S) f 

Ch-f>CH 2 - 1 2 0 R H -C^N-C-r|^CH3 

— (CH 2 ) 2 S0 2 CH 3 



Ci 



^^ch 2 - 120 r h -^irc-j^ci 

(CH 2 ) 2 S0 2 CH 3 

CL (S) j? 

2427 CH >A CH2 _ 1 2 0 R H -JH-N-o-N^J-a 

(CH 2 ) 2 S0 2 CH 3 

CL (S) j? 

2428 CH >y cH2 _ 1 2 0 R H -JH-n-o-n^-f 

X=/ (CH 2 ) 2 S0 2 CH 3 
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, mz.t£tMSL. *{bJc3lt8ft, BfEtt. U>Bf, -7W>lfe, ^x> 

^ow*»^Jf ens. 

5 $e>tc> ^^aj{C^^T«> ^;L«'3 -7-ft 1 - (4-7DP^>yJW 

5M1/-4- [ {N- (3-h'j7Mo^fjK> l /'fJl/) {fVisfr} 7S/^f 

-y^k i7-^>^;k /7-^\^>-;k ^-^y^k n-^^k -fV7'n 

10 tf;k -f V7*?Jk t e r t -y'^Jl, -f7^>^Jk T-^> 

5^;k tert-^ik 2-^^;u^>^;k 1 -X^y^l^/^'M&JI 
15 Tr§5 0 

*^i:lsiJTtt, ±f25£ (I) £tis <d^± 5 £k & cfc ^"Hjf g&T 

±123: (I) T^^nSfb'&^tt, BDIK&MW0 9 9 2 5 6 8 6^>7Uy b 

cue® $ nt ^ s «t e> Tie c^t ^ -ftofi <r>— f&mumm.m &m v> z. t \z «t 

20 D^-SJtgT^o 

(Jgififfi 1 ) 
ties: (id 



[i^ R\ R 2 > R\ jk k, m, *5£tfntt, ±IHSC (I) td&W-S^-ft^ti 
30 cD^^ipJUTfe^o ] 



25 




(C H 2 ), 



(II) 



m 



i?a*n*<k^«!iia*i, tesc (no 
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O R 4 

HO-C-(CH 2 ) p — [— (CH 2 ) q -G-R 6 (HI) 
R 5 



TS$n£#jM*>&, ^rc^(DR!t^mm^<p o . 1-10 s*£M$tf, 

15 My-fSF (DCC) , N-JL^JV-N' - ( 3 - 5 J 7°U ¥)V) 7J 

;^^5 h* (EDC I SfcttWS C) , A^^-Jl/^sy^-Jl/ (CD I) , 
Ar-hHD^yt^yMS K (HOSu) , /V- fc h*o + y^>'7 h U 7 V— )V 
(HOB t ) , ^>VhVTV—)ls- 1 -- OM-^MJ* (tfn'Jvy— ;W * 
^f7Mo*X7i-F (PyBOP) , 2 - (l//-^>7h 
20 U7y-;i/-l-H;W -1, 1, 3, 3 -fhy^yO-yA 

Mo^7i-h (HBTU) , 2- (2//-^> i ;hU77-JV-l—f;i/) 
-1, 1, 3, 3-Th7^;Wn-!)i, fh77Mn#I/-h (TBTU 

) , 2- (5 -y;i^;u*>- 2, 3 5 h) -1, 1, 3, 3- 

T- h y ^^-J^ya-^y A fh77MD#l/-h (TNTU) , O- (N—Vrp 
25 vn^vjU) -1, 1, 3, 3 -f-h? ^^JlOn-OA 7h77Mn^^- 
h (TSTU) , 7'D^h'J7 (foij-y/) sJ^jfr-tfA s\$-*t7 )Vt □ 
77x-h (PyBroP) fct'OlB'&SI ; Mi?* U 7A> mWLtUVisVl*, ^&7j< 
*^MJ£Afc h'Ji^7 5>, y-f V7ot°JH^7S>, 

fUyy^i'©7S>E (t a ^'J y7 ^?JP) ^'JXf y>, (WJ7^f 
30 )V) #'JXfU>, (y7^7S;^?JW tflly^UX d?«J (4-t'zjHf 
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mmm 2) 

TfBit (IV) 



R 1 



(CH 2 )j-X 



(IV) 



10 [St*, R\ R 2 , *3«fctfjtt, JhfSSC (I) C^ttS-tn-^no^ftiiRDT* 
^n57J^;Wtiitll§it, TfSit (V) 



15 



^( CH 2)kv o R 4 

HN V-(CH 2 ) n -N-C-(CH 2 ) p — )— (CH 2 ) q -G-R 6 ( V) 

\cH 2 ) m ' R3 R5 



20 [it*. R 3 , R 4 > R 5 > R 6 , G,k, m, n, p, *5«ktfqtt, _hS5xt (DC 
it -t h U ^7 A if © 3 VWto $ i± S Z. £ \Z J: 0 , £{£itTT $ 5 & 

-hEit (iv) n&t^T, xttAoy>gf, 7;i/^;i/7.;u^^;u^-^i/S, 7U 
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10 



15 



20 



ties: (vd 



Sfeli, -TISSC (vii) 



[3t*P, R 1 ^ ±IB5Et (I) t^l^R'w^itPUTSO, jttO^^T±J-& 

TSsnir^rtHiaii:. ±!Eit (v) T^sn^ft^tio. i-i o^s 
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(Miftffi4) 



TIE it (VIII) 



(CH 2 ) k 




5 



>— (CH 2 )j-N 



(CH 2 ) q -NH 
R 7 



(VIE) 



(CH 2 ), 



'm 



C^*, R\ R\ R\ R\ R'\ R\ j, k, m, n> p, :fc«ktfqtt, -hgS 
10 St (I) C^^S-tn-t'tlCD^fttlRlCT?**. ] 
T?asn5^*Uti, TIBxt (IX) 



15 [SCefi, R 6 «, JifEit (I) (c^^SR 5 co^ai:[p]U-e*o, Att^;i/z^-;^ 

±SE»lififfil <h|f!$fcDj&7K#J, tt-g-JW, ifcliil$ISi^5 

(Mitffi 5 ) 

25 ±fEit (VIII) T^nSMlSlt, TIE it (X) 



Kf. R 5 tt±IEit (I) Sc&ttSR^^jgchlWlCT&D, ZttKSSJR^Sfctt 

30 msmttwt. ] 



HO-A-R 6 



(IX) 



Z=C=N-R 



(X) 
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Tsfe \zmt&w&T \z.E.fct< % zl t. \z ± & mmx ffi. 
(mm.m 6 ) 

TIEit (XI) 



R^ / 
>-(CH 2 )j-N 

R 2 V 



(CH 2 ) h 



(CH 2 ) 



m 



o 

(CH 2 ) n -N-C-(CH 2 ) p - 
R 3 



-(CH 2 ) q — A-OH (XI) 



10 [xt*K RK R 2 , R 3 . R\ R 5 , j, k, m, n. p> *3<ktfq«, JbfExt ( 

Ti$n«^iiait, TiSit am 

15 R 6 -NH 2 (XII) 

[SC*, R 6 «, ±isa; (I) »c*WSR'©Sfttrai;T*-5. 3 

±mmmmi-e^^x, #s^fc«-r**K*«, -^{cw^^t^^^^ 

30 5utl:,k^Tt>#5I^-Ct5. 
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y^/-;k x^y*-;k yyn t°;k7;i/n-;i/^if©T;pn-;Wj:£ 
^-rn<7)«^T£fz&^Tt>, sjss^tt- 7 8^^?, + i 5 or, *?£b<te 

10 rc, tn^\tm.n(Di3mz^v)^ m^mztm^n^>m.mm^tz.\tc c ,7 )v 

Tablel. 1-1. 221 iZ&^Tft MfcMtfcW t bTW tcit^ 
iZttZtLtcit^grn (Compd. No. ) tMUT^So 

1 ] (R) - 1 -■ (4-^PP^>^;P) -3- [ {N- (3, 4-i?7 

*fg0JO{t^«WO 9 9 2 5 6 8 6^/\°>7L^7 MEicOMB?* J; 0 £tl$ b 
#iJ^«'{t^r#l#^6 9(D (R) -1- (4-^7PP^>v;i/) -3 - [ {N 

- (3, 4 ->?^;p^-p^>vW;u) i^'JyJH 75/] t°p U ^>«^T»=fc3 

25 

1) 3-75/-1- (4-7nD^>yJP) k: P 'J > • ~ j^tfc 

4-^OD^yy;^nU F (4. 1 5g, 25, 8 mm o 1 ) t/-Pr 2 NE 
t (6. 6 7 g, 5 1. 6mmo 1 ) 3 - { ( t e r t - ~7 h *yjj)Vi£-)V 
) 7 5 J) tfP U =J> (4. 81g, 2 5. 8mmo 1 ) CO D M F WcWi (5 OmL 

30 ) izMx-fc ix^m^^7o°cTi smmmwL, mm^m!±r\zm^vrz 0 n 

M (CH 3 CN, 5 OmL) \Z «t D M^TS 3 - { (t e r t-^h + y*M 
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=-;V) 7?;} -1- fc'ny^V (6. 4 3 g> 8 0%) 

1 H — NMR (CDC 1 3 , 3 0 0MHz) 5 

1.37 (s, 9 H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83 
5 (br, 1 H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 ( 
br, 4H); aUttRPLC/MStW: (98%) ; ESI /MS m/ e 
311. 0 (M + + H, C 16 H 24 C1N 2 0 2 ) 

3- { ( t e r t h^rv-^/V/J?— ;U) T?7} -1- 
) t°n y *?zs (6. 3 8 g, 2 0. 5mmo 1) ©CH 3 OH (80mL) i&fftH. 1 
10 M HCl-Et 2 0 (lOOmL) ZfiUtL, 2 5 °CT* 1 5 ftfflftft Lfc 0 $ft£rtt 
JBETUHSfe^U ff££JI (CH 3 OH/CH 3 CN=l : 2. 13 0mL) 

■Cl»«-*-*r tic J; 9, 3-75/-1- t'n y • - 

(4. 9 3 9 g, 8 5%) &&&JfftMt L~€#fc : 
1 H — NMR (rfj-DMSO, 3 0 0MHz) 5 
15 3.15 (br, 1 H), 3.3-3.75 (br-m, 4 H) , 3.9 (br, 1 H) , 4.05 (br, 1 H), 4.44 ( 
br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m, 4 H) , 8.45 (br, 1 H), 8.60 (br, 1 H) ; 
MliRPLC/MST"*fcfc (>9 9%) ; ESI/MS m/ e 211. 
0 (M + + H, C ai H 16 C 1 N 2 ) 

(R) — 3 — T (4-^nn^^v?^) k°n y • ifil 

20 m.t (S) -3-757-1- t°D-^y -rSiM, 

# i: Ih) D 1 H - NMR £^ L fc„ 

2) (R) -3- { (N- f er t-7f^r^^to) ^!)-^) 75;-l 
25 - (4 n p^O-vvIQ b°P U 

(R) -3-75/-1- (4-^DD/<y^) t°n i) v^y • (4. 
54g, 16. Ommol), 2M NaOHtS (8 0mL) , fc^tfSixf 

tv (8 0mD <Dm&m£mwL, *ttuisr5Hiu Mm&tim*-?-^ (somL 

30 :i(:J:!)Ii© (R) -3-75/-1- (4-* acz-<>^) t'ny^ ( 

3 . 35g, 9 9%) £#fc 0 
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(R) -3-757-1- (4-^OD^>yW tfP'Ji/> (3. 3 5g> 1 
6mmo 1) C0CH 2 C1 2 (80mL) mWz, Et 3 N (2. 5mL, 17. 6m 
mol) , iV-ter t-^b+yM^^'Jy> (2. 7 9 g> 16. 0 m 
mol) , EDCI (3. 07g, 16. Ommo 1 ) *3£OTOB t (12. 1 
5 6g, 16mmol) ZbUFlfzo fcJ&M&<V>>& 2 5 *CT 1 6 mmMW l<tz<&, 2M 
NaOHM (8 0mL) ZbUZ-fz* ^$lll£#iltU 7KJB $y^DO^^ >T 
mitiVfc (1 0 OmLX 3) , W^H^^i±T7K (1 0 OmLX 2) tJt^Tk ( 
lOOmL) Ttffc^U «ffifti^ h 'J ftffi, ?mL^o *7Ai?D 

Th^77^- (Si0 2 , @^i?X5P;i/) l:J;0, gWi-fS (R) -3- { N— ( 
10 fer (-7h+y*M-JW ^UyJH 757-1- (4-i?DD^>yJl/) 
t°DUv> (5. 40g, 9 2%) 

3) (R) -1- (4-^dp^>^) -3 - (^Uv^75 7) HpUvXQ 

15 (R) -3- { N— + ifVis)V) 757-1- 

(4-^DD^>yW tfaU> ? > (5. 39g, 14. 7 mm o 1 ) ©7^7- 
)V (6 0mL) mmiZ, 4M HC 1 vW> (3 8mL) mm^MXtZo z\<D 

mtfc&^ux2mmmnvfzo fcfcm&wi&mML, 2m NaOHgi (som 

L) *DU7Ltz a U^m*V>7UU*$y (8 OmLX 3) T'WL, MttimZ&t) 
20 fT«7X«7-b'J^ATm mmvtzo *7A7n7h^77^- (S i0 2 > 

AcOEt/EtOH/Et 3 N=90/5/5) KcfcD, (R) -3- itfVi/fr 

757) -1- (4-^an^s>^;y) fnUyy (3. 3 7 4 g, 8 6%) £f# 
: 1 H — NMR (CDC 1 3 , 2 7 0 MH z ) <5 

1.77 (dd, J = 1.343J;t/6. 9 Hz, 1 H) , 2.20-3.39 (m, 2 H) , 2.53 (dd, J - 3. 3 
25 &J;£K9. 6 Hz, 1 H), 2.62 (dd, J = 6. 6*3cfc^9. 6 Hz, 1 H) , 2.78-2.87 (m, 1 H) 

, 3.31 (s, 2 H), 3. 57 (s, 2 H) , 4.38-4.53 (br, 1 H) , 7.18-7.32 (m, 4 H) , 7.3 

9 for, s, 1 H) 

4) (R) -1- (4-^Pa^>vJH -3- [ {TV- (3, 4-77Ma^ 
30 y^HjV) tfVi/Jl) 7 5 7] g£Uy> (it& 6 9 ) 

3, 4 -i?y )]/-^u^\>V^ )V9 u U H (0. 0 6 0mmol) (D^um^)VA 
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mW. (0. 4mL) (R) -1- (4-^7PD^>v;i/) -3 - (^U->^7 

57) en'Jv> (0. 05 Ommo 1 ) t MJx^;U75> (0. 0 7 Ommo 
1) (DZuUTfrJVJ* (1. OmL) mmz1X\%-fZo ZL<DB.fcm&Vn&&WC2. 5 

mmmwisfe'&. (ysy^fjw #u^^u>«hb u. 0 4mmoi/g, 5 

5 Omg, 5 Ommo 1) £JD;L, S-&»*MT 1 2 L&. 

Mb, iKy^DD^> (0. 5mL) Ti£#Lfe„ t 

, y^DD^^y (4mL) g»2M NaOH7jcM (0. 5mL) 

kt-^u mm-?z>z\£\z£r) y (r> -i - (4-^np^>^) -3- c 
{TV- (3, 4 -^^;y^-p^>vv;u) ^'J5y;w 75;] tfou^> (ft-^ti 

10 S^6 9) (7. 8mg, 3 8%) : MSttRPLC/MST^c (>9 

9%) ; ESI/MS m/e 4 0 8. 0 (M + + H> C 2O H 20 C 1 F 2 N 3 0 2 ) 

mmmi] x^^y>HJ:Diggtl^CCR3MBtDM^JPy^A 

15 CCR3 l/t7°^-^LOTt5K 5 6 2«§£J3^T, IW^Jl'y^ 

CCR311K 5 6 2«HIS£ 1 OmM HEPESMHBS SgiCItSbfc 
feOClmM Fura27th^?;H7f^ (HtUfc^ttft) SJJD*., 3 
7tCT3 O^^^-hbt £;ft£3 4 0 nmt3 8 0 nmTE&iKU 
20 3 4 0/3 8 0M^-^-TS^i(:iO < MJfirt^^AMifeSlJtLfc. 
7 3'^htLTthX^^y> (0. 5/ig/ral) £JBV>, 
^ttX^^r'»Ti|nj*-r*5^W^CCR35E|gK5 6 2 M^»^#ITr 

25 

ffllflUJS (%)={i- (a-B) / (C-B) } X 1 0 0 
(A : »{b^T^ILfcfIX^^ + ^>T$abfctt©mrt^;^>'>Aj| 

at, b : mmm<D£^<Dmm\H*)i'i'0&mm, c : si»^«Tiitfi:xt 
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&mt, 1 0 [xM(Dm%.$5^T, ^^2 0- 5 0%, 5 0%- 8 0%, fecfctf 

, >8 o %<Dmmz*^i<fc 0 
i o /iM®iStt^T2 o % - 5 o %<Dmmi&*^tz\t^m : 

it&fy^ 11, 156, 234, 330, 392, 424, 481, 523, 5 
5 2 5, 5 3 3, 5 5 8, 5 6 7, 5 8 2, 6 0 2, 6 1 3, 6 3 0, 6 4 6, 6 4 
9, 7 0 1, 7 3 8, 7 4 1, 7 5 4, 7 6 7, 8 1 4, 8 1 6, 8 3 3, 8 3 9 
, 873, 902, 909, 9 4 5, 1002, 1159, 1170, 1258, 
1 3 1 5, 1 3 5 2, 1 3 5 7, 1 4 0 7, 1 4 1 7, 1 4 4 8, 1 4 7 2, 1 5 
04, 1508, 1531, 1 5 5 8, 1562, 1569, 1661, 1670 

10 , 1 6 8 6, 1 7 1 9, 1 7 5 1, 1 7 5 6, 1 7 6 9, 1 7 7 5, 1 7 8 3, 1 
7 9 7, 1 8 0 2, 1 8 0 3, 1 8 1 5, 1 8 3 4, 1 8 4 1, 1 8 4 6, 1 8 8 
3, 1 8 8 7, 1 8 8 9, 1 8 9 2, 1 9 1 3, 1 9 2 4, 1 9 2 8, 1 9 6 0, 
2006, 2013, 2035, 2052, 2083, 2113, 2127, 21 
36, 2189, 2320, 2321, 2323, 2327, 2330, 2334 

15 , 2 3 3 6, 2 3 3 8, 2 3 4 5, 2 3 9 4, 2 3 9 4, 2 3 9 8, 2 3 9 8, 2 

4 0 0, 2 4 0 0, 2 4 0 6, 2 4 0 6, 2 4 0 7, 2 4 0 7, 2 4 0 9, 2 4 0 
9, 2 4 2 0, 2 4 2 0, 2 4 2 1, 2 4 2 1 

1 0 uM<Dm&lZ$5^T 5 0 %- 8 0 % <D|S^tg£^ Lfcfta #J : 

83, 115, 146, 150, 216, 294, 297, 322, 4 
20 05, 440, 459, 461, 466, 482, 484, 487, 490, 49 
2, 5 0 3, 5 2 6, 5 2 8, 5 5 0, 5 6 2, 5 7 0, 5 7 8, 6 2 0, 6 2 3 
, 6 5 9, 6 8 5, 6 8 7, 7 0 3, 7 1 6, 7 3 0, 7 3 3, 7 5 5, 7 7 0, 
850, 856, 867, 876, 998, 1015, 1024, 1223, 12 

5 9, 1 2 6 7, 1 2 9 5, 1 3 7 7, 1 4 0 2, 1 4 1 2, 1 4 2 0, 1 4 8 5 
25 , 1519, 1550, 1560, 1595, 1601, 1650, 1701, 1 

7 2 5. 1 7 5 4, 1 8 3 6, 1 8 5 6, 1 8 7 0, 1 9 1 2, 1 9 2 3, 1 9 2 
9, 2095, 2120, 2138, 2179, 2258, 2260, 2261, 
2267, 2268, 2270, 2275, 2276, 2278, 2287, 22 
90, 2291, 2294, 2297, 2300, 2301, 2302, 2307 
30 , 2 3 0 9, 2 3 1 3, 2 3 1 7, 2 3 2 2, 2 3 2 4, 2 3 2 6, 2 3 2 8, 2 
3 2 9, 2 3 3 3, 2 3 3 5, 2 3 4 3, 2 3 4 4, 2 3 4 6, 2 3 4 7, 2 3 4 
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3 2 9, 2 3 3 3, 2 3 3 5, 2 3 4 3, 2 3 4 4, 2 3 4 6, 2 3 4 7, 2 3 4 
8, 2 3 5 0, 2 3 5 1, 2 3 5 3, 2 3 5 8, 2 3 6 0, 2 3 6 1, 2 3 6 4, 
2365, 2368, 2369, 2377, 2379, 2381, 2402, 24 
0 3, 24 0 4, 2 4 0 5, 2 40 8, 24 1 0, 2 4 1 1, 2 4 1 6, 2 4 1 7 
5 ,2418 

i o MMo^is^c*5v^T> 8 o%(Dm^^^L±^m ■. 

^-£-$3#-J§- 7, 32, 68, 169, 173, 203, 209, 215, 520, 
544, 547, 851, 852, 855, 874, 910, 1003, 1012 

, 1 0 3 2, 1 0 3 8, 1 0 4 2, 1 0 4 3, 1 0 4 6, 1 1 1 4, 1 1 9 0, 1 
10 244, 1247, 1384, 1441, 1513, 1527, 1545, 158 
2, 1 6 7 3, 1 6 8 7, 1 6 8 9, 1 7 0 5, 1 8 5 0, 1 8 6 9, 1 8 7 1, 
1876, 1877, 1899, 2027, 2289, 2293, 2296, 22 
98, 2315, 2318, 2319, 2325, 2332, 2349, 2352 

, 2 3 5 4, 2 3 5 5, 2 3 5 6, 2 3 5 7, 2 3 5 9, 2 3 6 2, 2 3 6 3, 2 
15 3 6 6, 2 3 6 7, 2 3 7 0, 2 3 7 1, 2 3 7 2, 2 3 7 3, 2 3 7 4, 2 3 7 
5, 2376, 2378, 2382, 2383, 2390, 2393, 2396, 
2412, 2413, 2414, 2415, 2422, 2423, 2424, 24 
25, 2426, 2427, 2428 



20 [n»j2] c c r 3 mmmnmmtt^*-*? *^><Dffi^tt-tz>vmm<D%m 
uccr 3MK5 6 2mj\&£<9mm^±mmWkmft&o. smg/mu^ 

5<t?r7yt^/<y77- (2 5mM HEPES, pH7. 6, ImM Ca 
C 1 2 , 5raM MgCl 2 , 0. 5%BSA) ICfSM Lflim^MtfS t L/C 0 
ik&m *7yWy7r- "C*3R L fc»«E &»*Mb£*bS8K t L/c*, [ 1 2 5 I ] M 

25 Hit Y^-Jrf^Z/l/ (T-^->-YA|±M) & 1 n C i /mLfC&S J: 5H7yt^/< 
s> 7 7 — U # KS&iR t L/c 0 0 . 5 % B S At?SS L/c 9 

6 ^/^^ i> p 7° h £ , 1 ^7 zr-^hfc K> W&fc&tfoW®. 2 5 n L , nils U # 
>- KjgjR 2 5 n L, MftMHflNftS 0 m L©l#t^tM i o 0 

ML), 2 5°CT"9 0^y*a-<-Hfc 0 

30 fcb^D#>0. 5%^y m^-i/^ ^ ^iSSBctc:^^^ — SrSatLfc 
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/^^l:M^i'77- (7yt^/-;y77 1-0. 5M NaCl) 150/zL 

Ifr^f W^-^17x^fcfc^) 2 5MLfoiPx., -7 4)V$— ±<DmW 
5 tt*te^©ftfr!!U;:#aWRfc hx^^yi 0 0 n g SraybPUfc 

£10 0%£LT, fc hi^-^ #v/y©CCR 3^B^©^W5«-a- 

10 (%) = {1- (A-B) / (C-B) } XI 00 

(A : ®.mk-&yaffiMtif<Dj3 K B : 4¥WMt 1 0 0 n g gsflq 

P^tf^K C: [ 126 I ] ffiKk h^^-^drv-^O^^PLfci^cD^^^h) 

jJSo-c, ^n5>tt«ffi«H, T^v^ltM, Tbtf—tt&Jt^ ^)»^ & 
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if $t <d m. m 

i. rest (i) -cmznzit&vo. ^(Dm^mznm^n^mnm^ 
^o^Wi:^sn« c , - c 6 T;p+;i/^J!ip^^w«^i-r5, ccr3^ 
5 f^^w-ra^j. 



Ri / 
V(CH 2 ).-N 



10 



R 2 



\ 



(CH 2 ) k . q 

V- (CH 2 ) n -N-C-(CH 2 ) p - 
/ R 3 



(CH 2 ) q -G-R f 



(I) 



(CH 2 ), 



mm^-, mmm?-, * i^/fe t < usij^?^ i - 3 if t§f smiis^ 

rDl^ilTii^, fifi^HC^ * iac/ L < IMl 1 ^ 1 - 3 if t-5 

(D/\u^r>m^ th*D + i/S, y7;S> -hoS, ~>;i,*, ^;ua*^ 

20 -<)Vm. C.-CeTJl^jm, C 3 -C 8 y^D7M;H, c 2 -c 6 t^^^;i^s 

, c 1 -c 6 t;hi^>'S, c.-CeT^w^-s, c 3 -c 5 T;^i/>a, c 2 
-c 4 y;i/^i/>^->s, c 1 -c 3 T;i/^i/>^^-^rv», 7i^n, 7x.y + 

25 ^yJ, c 2 -c 7 7;i/*y-t';u75 /s, c 2 -c 7 N-yii^frtuvn^ 

c 4 -c 9 yv->'^D7;i,^;i/*;UA* ; E'f ;i,g£/ c^CeJMMMzjH, c 
3 -c 8 (7;m^>#;i^-;p) y^s, N-y jL~)vti)vn^ tr^u 

: -NH (C = 0) 0-rmtStlZ>2mm. xt:-NH (C = S) O-T^ns 
30 2«S, 7571, ^/ (C.-CeTJl^M *>L<fiv (C^CeJ 

Ts/aTSJ&^ftT^T&j;^ cne>o^xx:;u*, c 3 -c 8 s^d 
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L < « C i - C 6 7 )V n * \z =fc ^ Tffi$£ tlX <^T t> J; V> 0 
10 k«0 - 2(DM%k%%;To 

l£fc\ZC l -C 6 7)l*)lM$:^L, R 4 *3ct^R 5 {C:fctt£ C y - C 6 7)l>*)Vm%. 
20 JyA^-fjl/g, ^;W7>S, ^7^>VS, C3-C 8 y7D7JWH, C,-C 
, C,-C 6 7;WPS, C, -C 6 7;H:=^>^ feL<«^>^W+yi[:J;o 
;i/^-+^>^;i/^— c 2 - c 7 7;p# y-r^s, c 2 -c 7 7)\>u*z/i))i^~)V 

25 C 2 -C 7 7My-fJ^yS, C 2 -C 7 7M/<JP7$yi, C 2 -C 7 7V 

-C 6 7;U^;P) 75/S> v (C, -C 6 7;i/^Jl/) 7571, fcU<« (Arng 
LTfllf, B^IT? , L< ttSsiSISH^ 1 - 3 wrsMis 
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ptt0f/c« 1 

G\t. -CO-, - S 0 2 -> -CO-O-, -NR 7 -CO-, -CO-NR 7 - 
„ -NH-CO-NH-, -NH-CS-NH-, -NR 7 - S0 2 -, -S0 2 -N 
5 R 7 -, -NH-CO-O-. *fctt-0-C0-NH-T?*Sn5i^t. ZZ. 
Tr, R 7 «, 7K*JR^*fcttC 1 -C 8 7;^;i'**S-r36^ R 7 teR 5 £: 
tr>o L ZlZU-oT C 2 - C 5 T )l*U>m&Mf$.LT^Th^\ 

R 6 te, 7i-M, C 3 -C 8 y^a7JWH, C 3 -C 6 y^D7J^;H 

10 JWT?* 1 - 3ffl#T*MSi«*St££*U ±iSR 6 fcfctt* ^> 

, fci^/feKHii^^ i - 3 fifts^ssiiiii^i 

T«^&»fifcLTVvT;*><fc<, $^f'±IBR 6 ('*3tj-^7x-;i/*, C 3 -C 8 S^ 

C^CsTMJl'S, C 3 -C 8 y7 07MM, C 2 - C 6 7)Wr—)Vm. C 
j-Ce?;^^^!, C 3 -C 8 y7a7MM+yi> C C 6 7 JV^-JV^^tm 
, C 1 -C 3 T;U^rI^>> ? ^-^'>a> 7izM, 7i;+yS, 7i-^75 7S 

20 , ^>^;ps> ^>\Z-r;us, 7x^7^7^-jh> 7i-;V7M-M, 
3-7iz;wh FS, c 2 -c 7 T;i/*y-r;PS, c 2 -c 7 7;io*;y#;Mf- 

C 2 -C 7 7M7^M*yl, C 2 -C 7 7My^^757i, C 2 -C 7 

A^-7;i/^;P77;u;^<;i/S. 0,-057^+^^^1, 7izjw^a ,; e 
-ops, a 7 , a 7 -^ (Cj-c 6 7;ww x^7 7^iH> 75/». (c; 



25 -C 6 T)V^r)V) 7^ /'Ms v (C x - C G 7)V^-)V) 757S, ^>y^75/S, 

c 2 -c 7 ;w 7571, c x -c 6 (7)U*)]/7.)i-fo—JD 7 

30 ifl©Aay>If, y7/l. th'P + yS, 757S, hU7Mn^f;H 

, c 1 -c 6 r;M i ;i'£, c 1 -c 6 7;un^>s> c.-c^jv^ji^^m. =t/ ( 
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2. ±gEit (I) l:*liTk=l*>Om=2T*S, f*2ftJB 1 fS«fe©C C R 3}£ 

3. _hfeit (I) tt^tk = 0^m=3T*§, W^l §5«OC C R 3^ 
10 4. _hIEi^ (I) II*^Tk=liOm=3TJ&5, !S*^ 1 fEtfcOC C R 3*£ 

5. ±ESC (I) fc:fcl>Tk = 2;^Om=2T&£\ 1 IBIROC CR 3#g 

15 

6. _hf2:ft (I) i:*^Tk=lAom=4T*S, ff^ll 1 IB®OC C R 3J£ 

7. _hrdit (i) TS*n*Yk^«i,--toii^McfiF*3.n«S!#jn^ 

20 f oi^wcM^ns c , - c 6 7^*;w»^t i^^^ts, ccr3^ 

25 9. ^I^mf^l, 7 1'^-'H-JMft, 7 h fcf-tt&Jfflfc* J£M& . 
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